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CPa] -^-h'J-^A/rohy (Na* /H' )3S«ltSi 
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(1) 



C^'*'. R, . Rj , R3 . R4 Ji5v^t8iiLf *^ 

S. ^#]^. Tv'yUS. -OR5 . -N (Re ) R 

^ . -CON (Rs ) R7 , -SO2 N (Rg ) R7 , 
-S (O) n Rg. -Q-Ra tfcii 
lit2] 

— A-CH^^^^^^— R9 
(AtiSl^lg^, -S (O) n -tfzii-N (Rio) - 

imt. Rg T7i^dr;ps, mmni'^ji' 

Sr^"?", Yi . Yj , Y3 , Y4 , Y5 . Yj , Y7 

a. ^it^'ixm-tfMm^j:-oxm-^, -chj 

-0-. -co-, -C ( = C (Rii) R,j) -s 
(0) n iK{i-N (Rio) -imttK ti::ii 
BPO^aZO^i-aiC^oT, -CH = CH-S-^U 
(IL, Yi ~Y7 (7)o-h. ^i'-^<i:t20{im^-&lil^ 

-5Tt)J:<, Y, ~Y7 <OSfllB!t^ISi'tfe^S* 

;^^f■— /US. i^i'nTJi'^/\^M, v^uT;U^^— /US, 
tSft^fgilS, >'^oy>S^, Ti\^a 

^'>;^ji^jf^-)\^, ^mmm, Ti^j\^, -0R5 , - 

N (Rs ) R7 , -S (O) n R3 , -C (O) N (R 
6 ) R7 , *7t{i-Q-Ra 5:^^*5, fflL, -CH = 
CH-o**JI^i:a#*>i5S«^{i, ZJ4-N (R 
6 ) R7 . ^^:(i-S (O) n Rg QJiS}^§ 

titi^ftiv^r/p^uyss-^-r, Ra imt^^ 
Sv^fciMitt:. r;udf;i^, iagir;w^/i' 



*\ XI4. Re tR7 ifS.\^zm^LX. ^ix.(,1fm^ 
X(4-OR5 -CSSSix-CV^Tt J:v^) Sr^-f. Rg 14 

T/ujf/«, mm-ii'^ii^ttzM^^mkim, r 

Q-Ra $-«-r. RufcJ:t^Ri2(4. 5VUc?fc4L-r. 

/US, miwmm. ^^uyy^^^ 

T)VO^'y:^)V^^~l\^m, ^#^2. Tv/US, -OR 

5 , -N (Rg ) R7 > -CON (Rg ) R, , -S 
(O) n Rg tfz\t-Ql-Ki. S^^t. n(40. 1. 2 

[a*3S2 ] Ri , R2 , R3 , R4 *«i:v^fc:*!iiLf 

=f-^ ^mmm. ri^iv^. -0R5 , -n 

(Rg ) R7 . -CON (Rg ) R7 . -SO2 N (R 

6 ) R7 , -S (O) n Rg tfcJ4-Q-Ra fS)'?. 

Ra *^'gM$^^•CV^•Ct J:V^h'::l/^ST'^>l.if*alE 

Ca^3l Yi ~Y7 V^-m3!)»lO*<-CH 
2 -0-, -CO-, -C (=C (Ru) R12) 

-S (0) n S^c(4-N (Rio) 1 
-o*<-CH2 -XM. ft!!<0 5o<4|Sl-t/v:(4S=3:or 

=s-^ms-&*A:J4-c H2 -T'* 0 . z\tmm. i tPi 

[i«*a4] Yi A<-CH2 -0-, -CO-, - 
C (=C (Ru) R12) -, -S (O) n -, *fc{4- 
N (Rio) -T'$)>3, Ye A^-CHz -TftO. Yg ~ 
Y-,t^m-tfi.\tW£'>X^'im^^ttL\t-CWi - 

•e^o, z«4tf^ii:i5ii:T'ifesi»*«3ieii«oiffii 

[ifiS55] Y7 *i-0-, -CO-, t.tc\t-c ( = 
C (Rn) Ru) -rftO, Yg **-CH2 -fftO, 
Y, ~Y5 im-ttcXtWi-^X^'^nS^^tfcM-C 
H2-t'J>0, Zt4iS$^li:|5lfC'J)l.tii*JS3feSi 

[fi^jae] Yi ^Yg c7)^^■mA^?i^ofca 2oa>'-c 

H = CH-T'*'5. fl!l<04O*51i|-^itt4^^oT#^ 
»^S7t(4-CH2 -T'fti), Y7 -O 

-, -CO-, -C (=C (Ru) R,2) -^tz\t-C 

Hj -xh 0 , z<4ii*^ 1 1 i 
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[imm7]-Y, -Yj -*5-cH=cH--r-f>0- 

CIS^«8] Y, A<-0-SA:(i-N (Ri,) 

0, Yj ~Y7 (?3l,^-m*'l-:>;!)J-CO-T-J)0, flil^O 

f> 0 . z iiia^Rii itmtx'hi, in^m i i 2 ek 
immm] Y2 *i-co-T-j)0- zmf^:iihisi 

h n . ^ixi:Mt.^s^m'^m\-<7>mx-}> ^ it 1 - 9 

btxn^^tiimmai^, 
rmmi nsc (2) 

CfCSl 




(2) 



(Se*. Ri , R2 , R3 , R4 . Yj , Y2 , Y3 , 

Y, . Y5 . Ye . Y7, axi/zim^mi tmtm 

1 2 ] 1,2.3,4,5.6.7. 

^(^mmt bxff^^iii>wtimm^^t^mM. 
umm 1 3 ] ni^m 1,2.3,4,5,6,7, 

[n^m 1 4 ] fs^RJi 1,2,3.4.5.6.7, 

8. 9S7tlil Oie«^0!l«/r->'>i5l3K*:tL<{i 

ss'DS. 'OH;*;, m^m. mki^KimMM 

[0001] 



yini»i^trzi±^<7^^SLi/^(r>mm&izm-r&. ^^^n 

it^i-i- h >J "^A/ra h y ( N a- /H* ) 3c«ilS» 

S, ^f^. ef'C-ilt, 'OflE:*:, mtL<JiJi 
liS*gS (c J: 1. ( ^ i .C>J5JtJtll^iS5»W , 

(Percutaneous Transluainal Coronary Angioplasty) 

^^g^s. (gii-t(fTxD-Aitt!»jK«^t;. mmm., fF 

BE?*:, PTCAf*OS«5g;S:>') , f*l* 

■5.. 

[0002] 

[(¥*coa»] -^^'J'>A/ro^y (Na* /H* ) 

^^T-i/Vl^^^^bS^ibixTV^I. mUi. J.Meibrane 
B io 1 . . Vol . 105 . 1( 1988) ; C i rcul at i on , Vol . 79. 1257 ( 198 

9)) . ttz<yv-iii'yT-'Jy^W-t^-tV')'yj^/ 
7"Dhy (Na- /H* ) ^im'^mmv^m^L. 
'[si^mm.f^Wi^^th^itt^m^^ixx^^h ^mt\i. 

J. Mol . Cel 1 . Card iol . . Vol . 24. Suppl . I . S. 92 (1992) : J . Mo 
1. Cell. Cardiol. , Vol. 24. Suppl. 1.5.117(1992): 
5-339228-^^$fi ; ^ra^9545-^i;ffB : ^13^345715 
■^^«;1tra¥7-109251^i^#6) . i^t^SttTo^f 

yr-'Jymm^ti^i-h')^M./rvivy (Na- /h 

(Wl;ltf^ra¥7-10839 : #^¥7-145149^^^ 

?6 : ^raT7-206823^^«) . 
[0003] 

L, :h h 'J -7 A/rn h y (Na* /H* ) ^Umik 

cniati.z^m'thim., smiffi, ^sjr, e^'D 

SBW (^lt«^'D«5JtltS?iiS»1l, .tttlF^^, 
mm.mmm^nn.'^P'TCA (percutaneous Tra 
nsluninal Coronary Angioplasty))lCj: ■SKlF'* 

(r>^6m.tLX&Zh^, l!M??H=5:fc') , iWflS<^5ft*l 

-Aitf6)W5«'fb, ))«naB£. if«»eE. %mm., 



(4) 



[0004] 

( 1 ) 

[^4] 




(1) 



7v-;l/S. -OR5 . -N (Re ) R 
7 . -CON (Rs ) R7 . -SO2 N (Rb ) R7 , 
-S (O) n Rg . -Q-Ra t.t:\t 



^k\i^W=t. -S (O) n -t^c{±-N (R,o) - 
SrSL. Rg <4*Si^^. T/l/^/US. BgiT/U^/W 

1 m^Ltimwttt^^tthimmmmm) 

Sr^-r. Yi . Yj . Y3 , Y4 . Y5 , Ye . Y7 
{4, ^i\.^tm~ttc\tW£'>XM3^-^. -CH2 
-0-. -co-. -C (=C (Ru) Ru) -S 
(O) n i,L<t4-N (R,o) -^m-h^. ttzii 
m'OS)V-r>i}^-mz-^j:'oX. -CH = CH-Sr«L. 
fiL. Y, -Y7 <7)oh. '>=5r<i:t2o«4mS^iai'h 

3.4. Sm^m^h-yXijXK. Yi ~Y7 c^iim 

mM^^zi^-^thTicmm^Ftm^i^himx-S)*) . -e 

i^/PS. -OR5 , -N (Re ) R7 . -S (O) n R 
8 . -C (O) N (Re ) R, . ^^.:<4-Q-Ra 
•^if. {IL. -ZW = ZW-(7yimW=^'cm.%t^hh% 
^{4. Z{4-N (Re ) R7 , -S (O) n Re -C-^: 

w Q^4SSI$nTOTtJ:v^<^r;^^^>'S&a 

f. Ra \^m:^ia:\^x%,^\^\:-)v^tfz\mm% 
ta:\^xhi^y'^^-tv&^m. Rs i4*SiS^, r 



TyP^-yPS. telD«^^t/'v:J4^#fi6SSrS1-. R 

8 fcJ:i^R7 «4. a^-^tcifciu-c. *SJS^, r;u^/u 
-yi^. mmmw^. rv;ustL.<J4- 

Q-Ra $-^-r*\ XJ4. Re iiR; A^^-^C^L 

i/S (gil«T5ys<4ilJLhtforyp=sfywS. ffisr 
yu^yi*. *ilSX{4-OR5 •CSMStT.-Cv^ttJ: 
V^) -km-, Ra t4r/P^yl^. {a^ryWdryl^^7t<4 

^SJ^SSr^f . RioJ47K^J!S^. r/I^^Sryl-S, ^7 
yi-^yi-a. i^^D7yu^yua, ^Inmsss. ^#]^ 
S. 7vyUaS^c(4-Q-Ra R,ifeJ:t^Ri2 

(4, Sv^fcidiiLT. 7y^^fy^a. il^7yi' 

^yUS. 7;P^r-;PS, TyUdf-yUS. >-^'o7yi'^yu 
a, v^'o7yw^-yuS, lasam^. yNoyy/i 
^. >>yudfdri^yi«. ryU3dri':;>yU;K-yuS, ^#85 

«. 7'y)Vm. -OR5 . -N (Re ) R7 , -CON 
(Re ) R7 . -S (O) n Re t/::{4-Q-Ra 

■r. iU40. 1. 2<r>wi-km. D -c^ipsnsfra 

^^:/7^i^'>^f*:^7t{4'e<^Emfc tTSFSSfl 

[0005] *^Bj{cfe(ts#ac7)SS:OTtciKHBt 
4. 7yu^yl/Si: tT<4. 9{V,t. ^-J-yW. xf-yu. r 
ntyk 2-rutfyu. rf-yu. 2-7"f-yu, 2-^f- 
ywrotVU. 1, l-x^f-y^x^y^. '^^.y-fyp. 
i^yw. ^r^yw, ^^'^yi-^t'<^tt0(*/'c«4:«-SL3til5 

yi-^yi^, Si^TJV^ji^. S^c<4S-0R5 
CJ:0^$ixT<-^rt J:<. «fll;ttfi^^'Drot:yi'. 
x^'D^'f-yP, •/^o'<yf-yi'. ->7o'^^i/yi/. 
D^rf-yu, 2-;<-?-yi'v'^'o'><.y-?-yu, s-^-^-yUx 
^'Q'^y-fyi^. 2-;^f-yL'v^'a^^i^yk 3-^f-yu 
v-^'DA.if^'yK 4-^-f-yUs^^'0'Sdfi//p^ 2-bK 
n^i^i^:7o'<.yf-;U, 3 -h Hn^i^v-^'D^yf- 
yu. 2-t KDdfvi^^oA.^xyi'. 3-hFndfyj^ 
^o'\4fi^yP. 4-t Fodri^i'^'n^drv'yl'. 2- 

(tFodfv^^yU) S/'70'<yf-yK 3- (tHo^f 
i/'^f-yP) ->:7n'<>'-?-yl'. 2- ( t Hodf v-^f-zU) 
i^i'a^^i^JU, 3- (t HD=3fi^-><f-yW) i^^D'v^ 
i^yk 4- (t ^*Ddfi^-J<f•y^) i^^n^^s/;K 2- 

(75y^-fyl') v^o'^.yf-yl'. 3- (7S>';<^ 
;P) j^^o'<yf-yK 2- (7Sy^-?-yU) x^D's=Sf 
xyk 3- (7Sy^^yU) v-^'n'sdfi/yu. 4- (7 
SZ-Xf-yJ') i^^o'sdfv'/K 2- (^FJfv-^f-yl^) 
i/':7n'<.y^yl/, 3- (;>< h#x>f-yu) i^i^v^yf- 
yu. 2- (jxh^^fv^f-yl') i^^'o's^fi/yu, 3- (^ 
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[00 06] x^^^nr/l/^-zUS^j:. Sje^fiT v^t^v^ 

[00 07] ta?nS*3SS{i. S«$ixTv^/rV^;{?v t 

2-7"h^b KD-2H-b'^ri;U. 

- 4 H - 1' ^ -/I^ 3 - 8 gi^^OKf^M^ ^ /cii S 

[0 0 08] T}V3^i^f7)Vif^=^)vm'cLx\t. mut 
[0009] i^mmm^z{±mmki^Lx\^x^x\^T 

t\ ^"ruT'J-JVmtLX^t. mt\t2-. 3-. 4 

/l^. f-b^r'J;l/. 2-. 3-7';;!/, 2-. 3-f-X 
3-. 4-:t^^fy'j;U, 3-. 4-. 5 

- >f y ^^^^/ 'J 1 -4 ii-^t; 5 - 
6 H^xn r 'J -/USio i 0 - 2 fi h 
i^^^ I {@ t L < 1 M-i-O 5 --6 S^T^o 

-/Uil, /j/\^^:^i^^^mhXt/^~OR^ . -N (R 
6 ) R7 , -CON (Rg ) R7 . -SO2N (Rs ) 
R7 . tfM-S (O) n Rs Xifk^tlim-fj^i^ttl 
I. 

[0 0 10] Ri . R2 . R3 ,tfzi±R^ i)<j^-ORc, 

x^s^tih&xhn. zzxR,fj^^m&xhh^^ 
y x.y^i^mxhh. mi^y j,y^'^^(r>mtLX\t. 

mUi:^hu^^ -N (Rg ) R7 S (Rg hXlfR-, 



-N (Rg ) R.s^rh-) ^jiyx-umtitzy jl/ 

tlXU. mx.f,io-, m-tfzitp-::^hayxy^ 
i/^ 0-. m-tfziip-r^yyjLy^i^. o-. m 
-iTtiiiP- (i/^f-yi/T^y ) 7xy^i/. o-. m 
-i/Jip- (r^y^^/P) 7xy^>^, o-. m- 

[00 111 ryUr7^ri^S>: LTti. ^i.{f> h^i/-. 
xh^i^. >r yrn.t^a^i^, tert-yh^x^i:'Oii:M 

[0012] Re i^iC^'RT ^^'SVUC^-^LT . '!-^X^ 
J: V ^«aft 5 ^ L 7 S]«^03H^r ^ y £ 
t fziimmm^ l Mio J: ^Al^^M^ lll^*t;5-'7M 
i-e^Ui/y. 1 -f^^i/x;u. ^;u7^«jy, 1- 

[0013] mmrju^ji^mf^zhifhSi^mz^p^uy 

5?#S^S. *3j:t/^-CONRp Rq (RpiD 
j:t/^Rq iiS^^icfctLT, ^.^JK^trzltTJl^ilS 
imttK hl^^tR? ^Xt<R<\ (iSv^tc^^LT. 

mcom^r^ymi:m't) . -n (Re ) Rt tKu 
lite] 

mmxh^zt^m-t) x^.^tiim^^i^tixi. mz 

Ri . R2 > R3 ^ R4 , R5 . Rs - Riis Ri2^^^ 

^^iC'^'it-CONRp Rq ^L<ii-N 
(Re ) R7 T^$il^S^'^>W<>il. Re . R 

7 , R9 . Ri,t-w^T}v^)vmxhh^^<^mmt 

'J-yl^S. ^3j:l>'jt-CONRp Rq iL<ii-NRp 
Rq X^.^ixhm:)£ifmfhflh. tfz. m^Til^ 

/imcorji^)]^^jft Lxit. wr^itzTJi^ji-mtm 

[0014] ^:dX 0 C-a«r;u^/US>: LT«i, mi 



(6) 



<r>c\ ~C3 T;^^/^■C-B^e§i^Tv^TtJ:v^;&;^>'^'^ 
'f/U-Cl ~C3 TfU^nm. SSIlS?-3!)«-Ot,L<{± 

ZO<7)Cl~C3 T;l^#yUifc{iC7 -CllT^/l^^/U 

•c-ti^SfLTv^-ctiv^Tsy-ci -C5 r/i'^/i' 
[0015] itrnmrnmrji^^/im^miftm. h u 

/i-^ t'<r)miK^^ 1 ~ 6 CO fc K Ddf T;u=5f /i^a . r 

inVTf,^ a t;l^^ri: co^iSi^ 2 - 6 cO;z>;W;K^ 

l-t)L<{i2-'^7f-;Mf-;u=5rir<?), 7x- 

;^*7t:^i-^7^;^-Cl ~C5 tju^ju^ {yx-jut 
tilii-y^j\^ji^i,zci -C3 Tji^^jum. ^Nnyyj® 
-hos. rsys. ci ~C3 r/U3^ 

^/l-^t'co, a^iS^*»'-otL<tiZo<7)Ci ~C3 
T/U^yUT-ffiie? ft.T V ^T t J: V 'f C 1 - 

C3 r/u^^ua. rsyxf-yp, rsyrot/u, yy 
-f;ur5yxf-;i/, i^'^f-zi^r^yrDtfyp, xxf-;w 
rs/xf-yu, N-^f-;U-N-'<.yi;';UT5yx^;U 

^ji'ttzitci -cllr7;^^/^t:'Sg$i^Tv^TtJ: 
v^rsy-ci—cs r/u^;wa, i-enui/xypx 
f-yl', tf'^. 'J i/V xf-;u^: t'crma 5 =5: >- ^ L 7 Mi8«r 
Sy-Cl ~C3 T/\^^>\^ijimft>il. Rs iiil^ 



10 0 16] Q(ci5(ti)<^r;i^^uySMi^tRa iz 
itfr/i'^/i/S, a^r;p^/i^s. x^dt/p^^ps, 

(Re ) R, •C'^^$tT.|.S^:i;'*«*tf^>itS. fiaT/l^ 

u y^^Jl^ta 6 KlTo r ywdf u y ^i^Jf <J>fi 

{?i;ttfi'i?D7*oyN-y;&y|/--J<x;i., i/^u^^yfi 
;<ry^-•l^x;^;5: i:*<5D^iS^S: 3 ~ 6 c7) v-:? o T/P;!? Vij 
'^df-fe ifcOlltSJS^S 3- 6 tf)'>^ or 

:>-7h'f/t/^i:'O^M?lg[6~10£0TD>f;l-a> 0i| 

iSIS^. 1KIIISi^*><5>S«ixsa^J!S^^l-2<lS-if 
mt£)itS^miht.h. Rp tJj:t^Rq A^SVHC^-^U-C 
^v^U7HSS<^)S»K7 5y2i:L■C{i, Kne<^R6 *JJ: 

i/^R7 ifmmh . ma- 5 ysoj^t nwym'^ 

[ 0 0 1 7 I ^-S ( 0 ) n Rg ■CSSiXl.Si: 
. [£7] 
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-St- N-Me 



■''"Oh '^"O-^e -Nh£)nH -NH£)N-Ma 



->r/U)^^v. ( 1 ->^yWfo'ji/>-3-^;P) 
(b'^'Ji^'y-3-^;U) f-^. (h^^'Ji/y 

-4--r;U)f-^. ( 1 -;^f-;ue^y ^'>-3--r 

( l->f-;Ub'^';>'>-4--f/U) f-::t. 

( t*n';yy-3->r/i^) f-^, ( i -;^f-/ut'o';>; 

y-2-^;u) f-:t. (f^'Jvy-3-H^;^) 

( t:'^'J>''>-4--fyu) r^y. (i-;<^;ut: 
'^';i»-3->fyu) r^y . ( i-yf-yi^h-^us/y 
-4--f/U)r^y. (en';>^'y-3 --f;P) r ^ 
y. ( 1 -yf-;l/t'aUi/y-3->f/l/) r^y;!?<*tf 

[00 18] Yi , Y2 . Y3 . , Ys . Yg , Y 
1 tlx. mtir<XcoXo^j:hcr)tmf^til. 
1. Yi -Y^ cooh. \^^i'tii)n-:>fj^-CH2 ~. - 

-co-. -C (=C (Rij) R,2) -S 
(O) n tfzi,t-N (Rio ) -i:mL. ir>t--C 

1-1. Y, t^~CH, - 



I 

C (Ru ) R:2) - 

10) Yz 



. -co-. -C ( = 

S (O) n ^/::{i-N (R 
*^'-CH2 Y3 --Y7 

1-2. Y-j t^-o-. -CO-, ^?::{i-c (=c (R 
11) R12) -^^L, Y5 *^-CH, -^^L. Yi - 
Y5 ^l^^'fal-^/'JiSt-o-r^^mS^^/Ji-CHs - 

1-3. Yi ^i^/Y^ ;t?<-CH2 -^^L. Yj . Y 
3 . Y4 , Y5 , Yg coo-h. \^^-rtii7n-:>f)^-CH2 



-0-. -C ( = C (Ru) R12) -S (O) 
n -tfzii-N (Rio) -$:^L. fl!li04o(il5l-^ 
(iSC-oT^^mS'&^^Ji-CHz -Sr^-r, 

1- 4. Yi 7:;^'-CH2 -0-. -CO-, -C ( = 
C (Rii) R12) (O) n ttzU-U (R 
10) -^mi. Yz -Y4 t^^^-CHz -irmi. Y 

[00 19] 2. Yi -Ys (^i^nit'm^h0 2-:>t^ 
-a{C=5roi:-CH = CH-S:«L. fi!l<7)4o*^'f5l-^ 

?l:US^-:>T#^m^-^^/::{i-CH2 -^^L. Y. 
^^M.^^^. -0-. -CO-, -C ( = C (Rh) 

R12) -i;^w{i-cH2 -im-r. -^^iz. Mi^mzi^i 

2- 1. -Yi -Y2 -;<?^~CH = CH-^^i-, 

2-2. Yi 3j?>-CH2 -^^L. -Y2 -Y3 -*^-C 
H = CH-^^f . 

2-3. Yi ioJ:t^'Y2 ;!?>#^-CH2 -imt. -Y3 
-Y4 -*<-CH = CH-5:ST, 

2- 4. Yi . Y2 ioi:lA'Y3 7!?^'#^-CH2 -imt. 
-Y4 -Y5 -;ti^-CH = CH-^«-t, 
[0020] 3. Yi ;{;^-0-i/::(i-N (R,o) -S: 

^L. Y2 -Y7 C0V^-fil;(?>lO7:j^-C0-^aL. ffi 

3- 1. Y2 t^-co-i:mt. 

3-2. Y2 ?:?>-CH2 -^mi. Y3 :6>-CO-2:S 
3-3. Y2 tSXr/Ys t^-CHz -imt. Y4 A^'-C 

o-^at-. 

3-4. Y2 , Y3 ^Xr/Y, f)<^^-CH2 -^SL. 

Y5 t^-co-^m-t. 

3-5, Y, , Y3 . Y4 ^SiL-^Ys i)<^^-CH. 
Ye ;0^'-CO-*:a^, tfz. Yi -Y7 
2-5«S, !^C2-'4fi;!?>mS^^*L. 

3-6. Y: -Y7 cr)oh. 2Wi)^^^^^mi. 

[002 1 ]$ i^C, ( 1 ) 
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(2) 



(^'P. Ri , Rz , R3 , R4 s Yi , Y2 , Y3 , 
Y4 « Y5 . Ys , Y7, ZiimMt^tsM^^L, 

ybRlB^-tX^ ( 1 ) l,zi5\,^X^^Lfzi^7->'y /III' 

it(-j\,^(-c (=0) N=c (NH2 ) 2 m) 
^Lxm^zmtx^mt:ms.tLx^^in 

v^T<i, ^ ( 2 ) i.z^.Ltzmmwt^ymm^7^ym 

m^^^m^^X'umLxat. *Ri5t-iiJtt 

*!fai: LX\t:L^iV-^i^i/ti)V-^^='tVi^ o 'J H , >f 

P-— hn7x— ;ux;^-f;l^, N-t Hodfi^x^' i^y 
^j:i£<ry~m!7xsiX^)Vtiimfhtih . ^ <0 J: 3 ^::;^;U:K 

•c. nm-ti>^ivi^^ym'h^\,z^h zttfix-ti, 
[0022] m^^^yyimtfciiw^m m-^wm 
pm^r-ttT) tRfb^^hm-^i^zii^ mmtfcumK^ 
yr-'jym^T. \m^x')^m^j:\.^LmSiX'mm. 

■thZbij<X'^l. ^btXiiymiti-hO^J^. * 

mit/r*j^2^. smi-hor^j^. mwi'}^j*. sum. 

y, t'Ji/y^i:'ioqtMiaS*\ m!^bLXii<y-^ 

i«, Th^tKD?^^, 1. 4-'J:^^^y^if<Dy. 
-r/l^^^jffi, j^'^'on;-*:?^, :7nn4^;UA, 1, 2 
-i-'^j'nDX^'y^Srt'c^yNDyy'ftig^tTK^^ji^, v' 



[0023] :i^XTJ\^^^tRm^^li%-^Ui. m 
^il'^\'^Lm\<r>^T->'ycry^T. m!Sc'PX'<^m^ 

iJf, xh9hK079y. 1. a-i/^th^ri^X:? 
y. i^'jr=^rHf y^i:iOx-r/I.^^ISE. i^g!x^/i.^i:' 
<7)xxr/l/iS^ja?, vXf•y^;^y^i>,T$ Kif>:(i-?-n<5> 
<7)ig-^^4'-C% m<7)JiXTJ\.<r)^izit. fit Hi. 

j/x^'y. vjf=%-9->-^i:c7)x-7^;l/j^^. i^^f-;!/ 
^ ^ l\\ ck TJi^HESim^ 1 3 O^Cft 

mzxmmm\m:t^ z t i^^mx-hi. 

[0024] ( 1 ) <i, -jR^(3) 

[^tlO] 




0) 



Y, , Y5 . Ye > Y7. zumitmtmtr^t 

h, ) xmtih^fi':t(ymb^T^i^ybimi< 

m-^^hZbliZXr.X'^lZbij^X'^h. ^fc, *RI5 
tcfci^^TJi, ^ (3) t^^L/^fl:-^*>';&;l^;K='fv-'W« 

0. mbi-iTi-j\^yT-i^ymmii^ ( 1 ) 

[0 02 5] KZU. f.zbtli. i;i^9u^^i^)V^iV 
.l^^^'-f $ H ( D C C ) , ^-''f y 7-n ^ H 

( D I PC ) . 1 -xf-;l'- 3 - ( 3 - v-^ff-zwr^ J 
rntr;u) 5 h* (wsc) , <yW)T 

V-lV- 1-^}V-V'}x { j^'^f-;urs y ) 
'>A•'^dE-^^7;^:t^Uy•^t!t^rtg (BOP) . i^7xX 
yl.*X*x;urvl« (DPPA) . N. N-;fr;l';lCx;l' 
i'M Sry-^KAngew.Chem.lnt.Ed.Engl., Vol. 1, 35 
1(1962) ^rh'O^^Jco^T, J^(cJ:o-C{i, 
xM, N-hh-ndfi'X:J'i^W S h' (HONSu) , 

1 -b Ho^i^'oy h ury-zu ( hob t ) , 3 - 

t KD^x-4-;t^y-3, 4-i''hHD-l, 2. 

3 -'<.>'y h y 7'jy ( hoo b t ) ^smmm^M 

i. X. tzbUi. <y^y^ V)V:cy^ dE-S^uy^rt'eo 
"^mM^^^mJkmk. Th^bKoy^y, 1. 4- 
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■frmzUt'oX'ifoZt^n'th {mtf,i. Protective G 
roups in Organic Synthesis. JOHN WILLEY &: SONS, 199 

ym^^m^t t-Cfitert-y^/P^^r v;^;l';t^-/^S 

<^m<^^T. 'S-TKT^N^fc Fn7^y. ^(LX^U 

[00 271 ;!?;Ut::ar>';US$riXi|-ri>J^mac7)^ 
SI^LTIi. (^J;c(^tert-7--f;UXX'r;U. ^;UhX^ 

tert-yf-;U'XX'r;l<-cOl&^ii:. ^J;tJi^Se^ 




(1c) 



i: cor /P;:? 'J •CKim-ti>::i:{Cck Officii. KT^F 

[0028] mmm^Jw^mt^^tKch-^^ ( 2 ) 

( 3 ) iz^^tifzsm^^ y }^-JU/;/U7f( 
yggS(i. :fciC^ J. Chea. Sec. Perkin 

Trans. 1(1992), (6)679-683 : ^^¥2-273678"^^ 
« : !SB3¥3-41068 ; J.Chem. Soc.. Perkin Tra 

ns. 1(1987). (9)2079-2090 : J. Am. Chei. Soc. (195 
8), 80 . 5574-5575 Kctl X'hht\ tfz\t'i^(r)it'^ 

{zir^^infzij)V:f^ym\t. TiS-«:5C(ld)(c^ 

^\^zm<ztt-X't. -m: {2){z^^^ixfzii}V^^y^ 

(r)K\^'mm^mt. -jk^ {3)kz^.^ixtz^}Vif>ymt^ 
c>m.'mThirLh-WL^ifS:i.zvt->x^m-hbt-X'^ 
h. ^zx\ OTtc-tet(id)i:'asfL^xxx/uco^ 

[0029] i^^m- 1 ) (id) COit^ 

TiicoRm^(,Z^-^X^&tlZtf)^T^h. 
Utl 1] 




(^*. Ri , R2 , R3 . R* . Zitmttmmc^jR 

^^0:hL. -Y-(i, -Yi -Y2 -Y3 -Y4 -Y 
5 -Yg -Y7 -^at. R(ii£Sr/U^;uS^^i:) 
) 

( a) (la) c7)N-xhoV{t5:W# 

a) coN-xhovftii, ^msi {mtim«t) ttdi. 

mt-r h V ^J^tK^i-^tl zt(.zxoffozc t<x^ 



(^^(^f>'x^/UX-x/U. f-hvbHn77y)* 

ff'5:^i£i^|gX'J>-^. XS ( b ) mJM ( c ) ii, 
iiSJ:<^^^^lTt^l)7>r 'yi^r-(Fischer)i7)^ yK 

( 1 b ) i: e;ut'>Kx;^r/um^i*: ( 1 
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Rj -CH2 -CO-CO2 R (le) 

(^+- Ri . R\imi}imm(oimt:mhi: ) <om 

<ob h-5'/y ( 1 c ) 3&*$ <i>t^ur. ( 1 

R2 



d) c^t^iSl^-^iS, 

[0030] {-^fi£S-2) (2d) 

[fl:l2] 



"2 



{2a) 



RX)2C-B 
(2b) 




OOaR 



C^*. R, , R2 , R3 . R4 . Riimibmi^<7iM 

yg[ (Sr;u^i/y®c7)3*>cDioco^^bySlii?S 

v^. fit, mmm^, i&nm=Ftfziim.mm'Fit:i^xT 
;i^s(co2 R' m) tim'os>h^^\.^{>cotti>) ^ 

IS ( d ) {4. •ii^^t L<{4i!f«<0^^fflV^T^)tL 
a ^ y 2-A/U7t(yW^t^ {2a) t^-^ 
1*1 (2e) 

R' O, C-B-X (2e) 

LTtt. ii«i«gs (0ii;c.tf. stmo^ 
(mm, ^mit^v^A, ^f^^-M-U'^^A^rt') 



77^^ if) l4«SEi<0'<^yv>hy;<f->'l'r>'t- 
':7At HP^Jr^f'f h'(Triton B)^tET. 7^ ';;PKXX 

IS ( e ) ^aii*^^jilKl5(i. Kli^ (Wi.«. Si8 

[ 0 0 3 niS ( f ) <0|^^;5{4, aStt<i>^■CV^ 
S. L-C{J, 0!litf;^yl'--K>S! (2c) i&ti- 

ig-fkr^L'S-'^A. s^-fkrvf-*:^, H*g-fE«fe, Hie 

o;M;^S!$rfflv^TKIlRjeSr^fec:t*^t'#S. *I 
mizm\^m^tLXii, -hoKy-^y^ 1. 2-v 
^DDX:5'y, ^'on;fv;l^A, T-^hy, rh^hKo 

X. SifiSt LtJi, (2c) $:PPA (,if'J 

'J yi!) J> S I* ^{i P P E ( --K ij U ViSXXf /l- : pol yph 
osphate ester) tfttSlE^-ttSC tfcli O^iSSJiO 

[ 0 0 3 2 1 § -fk-^^ ( 2 d ) {4, mumicn 
Xdf-AC^-tio=5:^^ (2f ) . (2g), (2 
h) IZ^-thZkifiTth, 

litis] 
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CO2R 



(jt*. Ri , R2 , R3 . R4 , R5 > R> BJilifie 
J:I5iai<7)gi*^Si,-r, ) IS ( g ) iOilTcti, ^J;t 

ii, Miiiioxs ( d ) tmm(7iR]c^mzxno c t*' 

H) bcoMMM (mti£. {TcK, ^K- 3?#]K;^^l-*> 

o^j:l7^blXli. mtli. XiK {mtii. Khi», Gete 

rosikl, Soedin, (1979). (6)839-841 ^-<:') {CfEtSSil 

c 0 0 3 3 3 ^rfc , Jiie^i^^ntji-^T . ^-^ra^s^b^ 



^ (2)i3j:t/f-«^ (3)-CS^L7t^L^5:K^1-5>Ii: 
[0034] iJScO J: 3 {c LTK^^ix^-jRj*^ ( I ) 
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-CH(CH2 OH)- C H 2 — 


CH 2 — 


CH 2 — 


C H 2 — 


H 


C F 3 


H 


H 


-CH(CH2 OH)-C H 2 - 


■CH 2 ~ 


CH 2 ^ 


CH 2 — 


H 


OCH3 


H 


H 


-CH(CH2 0H)-CH 2 


- CH 2 - 


- CH 2 - 


■ CH 2 — 


H 


H 


H 


H 


-CH(CH2 OCH3)- C H 2 


— C H 2 


— C H 2 ■ 


- C H 2 — 


H 


CH 3 


H 


H 


-CH(CH2 0CH3>C H 2 


— CH 2 


— CH 2 " 


- CH 2 — 


H 


F 


H 


H 


-CH(CH2 0CH3)-C H 2 


— CH 2 


— CH 2 ■ 


- C H 2 — 


H 


C 1 


H 


H 


-CH(CH2 0CH3)-CH 2 


— CH 2 


— CH 2 - 


- CH 2 — 


H 


CF 3 


H 


H 


-CH(CH2 0CH3)-CH2 


-CH2 


-CH2 


- CH2 - 


H 


OCHa 


H 


H 


.CH(CH2 0CH3)-CH 


2 -CH 


2 -CH2 


- CH2 - 


H 


H 


H 


H 


-CH(CH2NH2)-CH2 - 


-CH2 - 


-CH2 - 


CH2 - 


H 


CH 3 


H 


H 


-CH(CH2NH2)-CH2 - 


-CH2 - 


-CH2 - 


CH 2- 


H 


F 


H 


H 


-CH(CH2NH2)-CH2 - 


"CH2 - 


-CH2 - 


CH2- 


H 


C 1 


H 


H 


-CH(CH2NH2)-CH2 - 


-CH2 - 


-CH 2 - 


CH 2- 


H 


CF3 


H 


H 


-CH(CH2NH2)-CH2 - 


-CH2 - 


-CH2 - 


CH2- 


H 


OCH3 


H 


H 


-CH(CH2NH2)-CHa 


-CH2 


-CH 2 - 


- CHa- 
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^2 3 



R 1 


R 2 


R3 


R4 


— Ai — Az — A3 


-A4 - 


A5 - 




H 


H 


H 


H 


-CH(CH2 0H)-CH2 - 


CH 2 - 


CH 2 - 


CH 2 - 


H 


CH 3 


H 


H 


.CH(CH2 0H)-CH2 - 


CH 2 - 


CH 2 - 


CHa - 


H 


F 


H 


H 


-CH(CH2 0H)-CH2 - 


CH 2 - 


CH2 - 


CH2 - 


H 


C I 


H 


H 


-CH(CH2 0H).CH2 - 


CH2 - 


CH 2 - 


CH 2 - 


H 


CF 3 


H 


H 


-CH{CH2 0H)-CH2 - 


CH2 - 


CH 2 - 


CH 2 - 


H 


OCHa 


H 


H 


.CH(CH2 0H)-CH 2 - 


-CH 2 ■ 


-CH 2 - 


- CH t - 


H 


H 


H 


H 


-CH(CH2 0CH3>CH 2 


-CH 2 


-CH 2 


- CHz - 


H 


CHa 


H 


H 


.CH(CH2 OCH3)-CH2 


-CH 2 


-CH 2 


- CH2 - 


H 


F 


H 


H 


-CH(CH2 OCH3)-CH2 


-CH 2 


-CH 2 


- CH2 - 


H 


C I 


H 


H 


-CH(CH2 0CH3)-CH 2 


- CH 2 


-CH 2 


- CH2 - 


H 


CF 3 


H 


H 


-CH(CH2 0CH3)-CH 2 


-CH 2 


-CH 2 


- CH2 - 


H 


OCHa 


H 


H 


-CH(CH2 0CH3)-CH 


2 -CH 


2 -CH 2 


- CH 2 - 



[0048] [^24] 
S2 4 



R 1 


R2 


R3 


R 


4 —A I —A 2 —A3 


-A4 - 


As - 




H 


H 


H 


H 


-CH(CH2NH2)-CH2 - 


-CH2 - 


■CH2 


- CH2 - 


H 


CH 3 


H 


H 


.CH(CH2NH2)-CH 2 - 


~CH 2 - 


-CH 2 


- CH2- 


H 


F 


H 


H 


-CH(CH2NH2)-CH2 * 


-CH2 - 


'CH 2 


- CH2- 


H 


C 1 


H 


H 


-CH(CH2NH2)-CH 2 - 


-CH2 - 


-CH 2 


- CH2- 


H 


CF 3 


H 


H 


.CH(CH2NH2)-CH 2 - 


-CH 2 - 


-CH 2 


- CHz- 


H 


OCHa 


H 


H 


-CH(CH2 NH2)-CHa 


-CH 2 


-CH 2 


; - CH2- 


H 


H 


H 


H 


-CH(CH2N(CH3)2)-CH2 


-CH2- 


CH 2- 


CH 2- 


H 


CH 3 


H 


H 


.CH(CH2 N(CH3)2)-CH 2 


-CH 2- 


CH 2- 


CH 2- 


H 


F 


H 


H 


-CH(CH2 N(CH3)2)-CH 2 


- CH 2~ 


CH 2- 


CH 2- 


H 


C 1 


H 


H 


-CH(CH2 N(CH3)2)-CH2 


-CH 2- 


CH2- 


CH 2- 


H 


CF 3 


H 


H 


-CH(CH2 N(CH3)2)-CH2 


-CH2- 


CH 2- 


C H 2- 


H 


OCH3 


H 


H 


.CH(CH2 N(CH3}2)-CH 


2-CH 2- 


-CH 2 


-CHa- 
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S2 5 



Ri R, R3 R4 -Ax-A2-A3-A4-A3- 



H 


H 


H 


H 




-CO-CHz-O-CHg-CHj- 


H 


CHj 


H 


H 




-CO-CHs-O-CHj-CHg- 


H 


F 


H 


H 




-CO-CHz-O-CHj-CH,- 


H 


C I 


H 


H 




-CO-CHa-O-CHj-CHa- 


H 


CF3 


H 


H 




-CO-CHj-O-CHz-CHj- 


H 


OCH, 




H 


H 


-CO-CHj-O-CHa-CHj- 


H 


H 


H 


H 




-CO-CHj-NH-CHz-CHj- 


H 


CHj 


H 


H 




-CO-CHa-NH-CHa-CHa- 


H 


F 


H 


H 




-CO-CHz-NH-CHj-CHj- 


H 


C I 


H 


H 




-CO-CHa-NH-CHa-CHa- 


H 


CF3 


H 


H 




-CO-CHj-NH-CHa-CHz- 


H 


OCHa 




H 


H 


-CO-CHa-NH-CHg-CHa- 



[^2 6] 



R 1 R 2 R 3 R4 



— Ai— A2— A5— 



H 


H 


H 


H 


-CO-CHa- 


NCCHb)- 


-CHa- 


-CHa- 


H 


CHj 


H 


H 


-CO-CH2- 


-N(CH3)- 


-CHa- 


-CHa- 


H 


F 


H . 


H 


-CO-CHa- 


■NCCHa)- 


-CHa- 


-CHa- 


H 


C 1 


H 


H 


-CO-CHa- 


•N(CH,)- 


-CHj- 


-CHa- 


H 


CF, 


H 


H 


-CO-CHa- 


-N(CH3)- 


-CHa- 


-CHa- 


H 


OCH 


a H H 


-CO-CH; 


2-N(CH 


3)-CH 


2-CHa 


H 


CH2OH H 


H 


-CO-CHj 


i~ CHa" 


-CHj- 


-CHa- 


H 


CH3 


OH 


H 


-CO-CHa 


- CHj- 


•CHa- 


CHa- 


H 


CHj 


H 


OH 


-CO-CHa 


- CHa- 


CHa- 


CHa- 


H 


C I 


OH 


H 


-CO-CHa 


- CHa- 


CHa- 


CHa- 


H 


C 1 


H 


OH 


-CO-CHa 


- CHj- 


CHa- 


CHa- 


H 


F 


OH 


H • 


-CO-CHa 


- CHj- 


CHa- 


CHa- 


H 


F 


H 


OH 


-CO-CHa 


- CHj- 


CHa- 


CHa- 
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«2 7 





Ri 


R 3 R 4 


— Ai — A2— A3 — Ai — Aa — 


H 


H 


H H 


— S — CH2 — CH2 CH2 CH2 


H 




H H 


— S — CH2 — CH2"~'CH2 CH2 


H 


F 


H H 


""S — CH2 CH2 CHj CHj 


H 


C I 


H H 


-S-CHj-CHz-CHj-CHi- 


H 


CF3 


H H 


— S — CH2 — CH2 — CH2 CH2 


H 


OCH 


5 H H 


— S — CH2 — CH2 — CHg — CH2 — 


H 


CH2OH H H 


-S-CH2-CH2-CH2-CH2- 


H 


CH3 


OH H 




H 


CHa 


H OH 


— S — CH2 — CHj CH2 CH2 


H 


C 1 


OH H 


-S-CHz-CHo-CHz-CHg- 


H 


C 1 


H OH 


— S — CH2 — CH2 CH2~~^H2 


H 


F 


OH H 


— S — CH2 — CH2'~"CH2 CHg"* 


H 


F 


H OH 


— *S — CHg — CFI2 — CH2 CH2 



[^28] 



iE2 8 



Ri 


Ra 


R3 R4 


— Ai — A2 — A3 — A4 — As — 


H 


H 


H H 


-SO2-CH2-CH2-CH2-CH2- 


H 


CH3 


H H 


-SOz-CHg-CH^-CHg-CHg- 


H 


F 


H H 


~S02 — CH2 CH2 CH2 CH2 


H 


C 1 


H H 


-S02-CH2-CH2-CH2-CH2- 


H 


CF3 


H H 


-S02-CH2-CH2-CH2-CH2- 


H 


OCH 


a H H 


- S02-CH2-CH2-CH2-CH2- 


H 


CH2OH H H 


-S02-CH2-CHa-CH2-CH2- 


H 


CH3 


OH H 


— SO2 — CH2 — CHj — CHg — CH2 


H 


CH3 


H OH 


-SO2-CH2-CH2-CH2-CH2- 


H 


C I 


OH H 


-SO2-CH2-CH2-CH2--CH2- 


H 


C I 


H OH 


-SO2-CH2-CH2-CH2-CH2- 


H 


F 


OH H 


— S O2 — CH2 — CH2'~CH2 — CH2*" 


H 


F 


H OH 


— S O2 — CH2 — CH2 — CH2 — CH2 — 
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H) : bi}f^u%. mimmfj^n^hm 

n dii^yv-ivmi:^) . ( 1 ) (Oit-^ 

^mm^B^j:i^<^m^^m'i3mzX'ox^mtiztt/' 

X'^h. 

[00501 -m^ ( 1 ) x-m^tiiit-^ii, i^miz 

ftitXEMt LX^^^^ix^mmif.:ii^'mt<7)m 

mam^tth z t *«-C'# I. . ^(^x 0 ^mma&t lx 

Tt:. ( 1 ) X'm^tihit-^}iir/^<7)miMi^ 
a. ^tif><myiiVa. ^m^tf::iimmmx'S)'oxii 

10 0 5 1] ^^HB-fk^ti. -^ h y -^^ a/to h y 
(Na* /H* ) ^iimimmi^m^^L. •tvo'y 
L./irxi b y ( N a* /H* ) s^mm/rmm^^ 
■rmB. mm. ^ishk. msn^Kiimmmmz 
xmmm, ^sm, m-c^m. mmm. -c^m^. m 

^^z$itz^mamttdiimamz&^-r&zbt<x'^ 

mnmz&^tiztij^x'^. hh^^Ht. mm. 
mm. wmmmzht:%,<r>^mi(mx'im 

hm^m.^. ^m\. v^-^m. s^j, ^6s?5'Jt«tt 

mmmv mmimsthz ttx-^h. ik^&a 

m. S-^JgStcio-C^^rS**, mmi&AiznL l B 
*Jt00.1 ~2000iiig»iL<{il-«'2(X)iig ^ lUl^Jtti 



[0053] 

(lui^i iaTtc*j%H3Sr, mm. ms&majir/mL 

mizJ: *) . S '?,tft«sWtiJiH»tSA<. *l|BB{i t J: 
X/m.Mizi5\>^X7r^$ixfzit-^^li. (^--fLt I UP 

x^;U2. 3-vtKD-2-Jl-^y-lH-fDD 
CI, 2, 3-de3 dr/^-l^y y-5-;*/U;J<^i/7 

( a ) xf-yl/ 1 -X h^Sf x^/l^iif-zMf-zU- 7 -- h 
a-iH-^y]^-/l-2-/jJi'4(^'^y-h</y^^ 
x-fyU 7--hD-lH-^yH-/U-2 - 

9-h (2.00g, 8.45imol) ON. N - i/^ f-yl'^/PA 

rs K ( 5 omi ) ^jBt+te o%7}<^-^t:^^ u-^A (o. 

34 g. 8.54niinol) ^Mt, »C?a*WlC^:.&^ "C^lS 
izxtmi-fz. actcyotif^Xf-;!. (1.43g. 8.54iiun 
ol) Srlin;fr*»<5, 5 0-6 0-C{Ct4^«tffL!t. 

'7y^i^'yM.x-nmtt:, mmt:msitxnwc 

/n-'s^-9-y=5/9 5-C1fai) -C-ff^tSCfctCcfc 
0 , xf-;W 1 -X h^i^;>5r;U1<x;M^;W- 7 ho 
-IH-'f yH-;l'-2-;&7U;K^j^7-h (2.11g) 

iHnmr(CDCl3)5: 1.29(3H,t.J= 7.26Hz). 
1.38M.43(3H,ij), 4.23(2H.dd,J=6.93. 14.19Hz), 4.3 
8(2H,dd.J=7.26. 14.19Hz), 5.48(2H.br-s), 7.20-7. 

26(lH.m), 7.53(lH.s), 7.93— 7.98(2H.m). 

(b) xf-;L-2, 3-i^'tKn-2-7rdfy-lH-t 
DoCl, 2. 3-de] ^ydf-r'Jy-S-;^;!^;^^ 

x-?-;H -xhdfi';{r;l^,-i<-;l'^f-/l'-7-- hn- 1 
H-^yK-;l— 2-;<7;U4<=^>^7-h (2.11g, 6.59 
mol) -rh^tHQ^^y (70ml) ■t'. 1 0%>'n* 
^i^'-t^A-ilJ* (0.20gBiiol) S'Jn;?., «a«Et:T« 

i8ffiLT#^>iiJt:SaE4'tc h;i^xy ( i O Omi ) &t;-f 
hgn^A^drxH (0.35g, 6.48imol) S:Sn;e.-C*»<9 2 

i^»jaaL;t;. W,zm%-kW&^i:\.X%t>ixtzW 

/n-^^-9-y=2/8ti§ai) x^m-hz.t\,zi. 

0,x^;l/2. 3-vtKo-2-^^y-lH-tn 
oCl, 2, 3-cle D ^>'^-9-yy-5-;&;U--K^i' 
7-h (1.38g) Srtffv:. 

iHnmr (CDCI3 ) ; 1.3^1. 45(3H,m). 4.39 
(2H,dd.J=7.26. 14.19Hz), 5.24(2H,s), 6.71(lH.d.J= 
7.26Hz), 6.98(lH,dd.J=7.26. 8.25Hz), 7.23(lH,s), 
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7.24(lH.dd.J=0.66. 8.24Hz). 
[00 54] ##(^2 

H-b-nnC3. 2. 1 - i j 3 2 

(a) xf-;n - ( 2-tert-y^^£^^;^.1^x7^x-^ 
/^) -4-^f"yU-lH-^yK-;u-2->:7/Ui<^v 

y-V (70.0g, 344iaol ) T 9 }Vmj^r\.-^^)V 
(53.0g, 413«nol ) , h 'J f-;Ur V^:::.^ 

Ab Ka:ir^K (5.76g. 34. 4«nol) . 4-i/:t 

^t^y ( lOOOml) C0ig^?%i2:6 0-6 2^:1^^8.5 

( 1 0 0 Oml ) mfmi ( 3 ObI ) ^jDi.T;O^^PKx 
f-zwrsai (20) ttai?ffi^5%jSSS*^i^h»J'^ 

(2 30ml) ;t?*i^feB^rfl:-r^ 0, 
;H- ( 2-tert-7'N^>-;^;U:Kx;Ux^;U) -4- 
;<^/i^-lH-^>F-;U-2-^;^;K^>-^-h (9 
9.2g) Srtf/-^, SI'S 7 8-7 9^C 

(b) Xf-;H- (2-;<?;W;K'>=irXf'yU) -4-;<^ 

Xf-;H- ( 2-tert-7'h^i^;!7;^;Kx;UXf-;U) - 

(3.76g, n.4minol) , h U 7;U^QS^fe ( 14.8g , 13 
OmiDol ) ^tA'>-'^no;<:$^y ( 5 Oml) iT^ig'^^rSia 

MzW^^^z. 7ic$rJn;t.T*-^i/xf-;Ux-'f;l/-C'ttffi 
(30) L. tta?5$:5%^{l:^hU^A7|<^S-C'ac?^ 

S*-ri)^ttcJ:0. x-f-zH- ( 2-;;7/U;t<^i^xf- 

^-h (3.12g) Sl.^. 1 33- 1 34r(i-' 

yrnb';l^x-T-;U± OSISb^h) 

(c) x^yU5, 6-i/b Fn-9-^^;U-6-^^ 
y-4H-b-nnC3. 2. 1 - i j ] ^y 'J 2 - 

xf-yn - ( 2-;;?;U7K>'^x^;U) -4-;^^/^-l 
\{-^VY-}V-2-tiV^^^'yv-V (l.OOg, 3.63 
mmol) , Sftf-^-^'I^ (1.35g, 11.4moI) ^iX^nn 
rt^/UA (16ml) ^il^^ 5 ^fSlJlI^^il^^L/'^o ^iC^g 

> (8 0ml) int. msL^zxtmhtz. O^V^Tffift: 

r;u^xr»7A (2.02g. i5.iinK>i) ^Jni.T*^^^iatc 

fflS:* (300Bi) a^/3 5%jaR (1.5 ml) <7)ig^ 
+CCjD;cT*»^;'nn7f.;l^A-:l*a (30) tt*«t 
^7Ki^tL-C?:/^^**iKK'7^"^>i^^AT'9^«^L^^ 



h^^7>f- (B^^xf-yU/n-^^-»fy-3/9 7t' 
^Stfi) -C'ffK-t-^ClhtciO. x^;U5. 6-v'bKn 
-9-;^f-/l--6-:t^y-4H-bnn [3. 2. 1 
- i j 3 ^J'}y-2-i]}Vif^^}yy-V (0.53g) $: 

f*/-^. st'^r 1 0 3- 1 04'C {A^/ru\i}vr)Vo- 

/I/JiOSSb^b) 

[0055] ##M2 tciFL7'c:^i£tc«fct;T , WTtcS 

(1) xf-/P9-;70Q-5. 6-i/bFn-6-^^ 
y-4H-brnnC3. 2. 1 -ij] =¥y Uy-2-;<? 

fflL-s 1 2 4-1 2 5-c (>ryrDbvur;i/:3~y^io 

H^b^b) 

(2) Xf-/U5. 6-i^'b KD-6-:t^y-4H-b- 
naC3. 2. 1 -ij D ^y 'j 2 -^t^/L-.t^^i^^- 

it^. 1 3 1-1 3 2r (>f yrDtf;Ur/Wi7-;^J:0 
SS^) 

(3) Xf-;P5. 6-£/bHn-7-;^f-/^-6-:t=^ 
y-4H-bnpC3. 2. \-\n^J')y-2-i] 

St<S 1 2 2-1 2 3T: (>f yrnhr;l/ryl':3-;Ui:0 

S^b^b) 

(4) xf-;U5. 6-i/'b Hn-8-><^;^-6-^^ 
y-4H~broDC3, 2. l~ij] ^yu>'-2-;;7 

Slcs 10 6-10 IX. (^yrob:/i.r;U3-;uj;o 

?f^B%) 

(5) xf-;U5, 6-ixb Ho- 1 -><f-;^-6-:t^ 
y-4H-l^nDC3. 2. 1-ij] ^yU>-2-;^ 

Wl^. 1 0 6—1 07-0 (>f yrne;ur/L'3'-;l'J:0 
S^b^b) 

[00 56] ##^13 

x-f;W2. 3->''b Hn-7-;<^;U-b'nD C 1 . 
2. 3-de]-l, A-^yXi^^'^i^y-3-i:}}V 

( a ) Xf-;U7-b F n^^r 4 1 H->f y 

Xf-;U7-^yf//U^^i^-4-^^/l^- 1 H->f y K 
-}V-2-fj)Vi^^^i/y-V (15. Og. 485iiiBol), ^ 
ry^Xr:7A (30.6g. 485iBmol). \ (d%)^y'J^ L.- 
«Jg (2.00g) &t/x5^y-;U (4 50il) ct)^^^ 

ftKx^yU/ h /uxy^^^gf^t-f.^ ^ y tc J: 
0, X^/l.'7-t Kn:Jrx-4-^^;U- 1 H->f >F 
-;u-2-;!7/U7K^£^7-F (6.%g) i:%fz. St* 
2 1 1 - 2 1 2^C 
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(b) xf-;M-^^;U-7- C2- (2-Thyh\i 
D-2H-e7-;l,) jf^i/Xhdf-v'D -IH-'f 

x^;l.7-t Kodf>'-4-^f-yl/- 1 H— < yH-;U 
-2-;&/P--j<^i/7-h (2.80g, 12.8iibio1) . -fhy 
hKD-2- (2-H-h'xh=3fx) -2H-h-7y 
(4.92g. 19.2iiifflol) , m&fl^J'yM. (7.88g. 57.0iii» 
ol) h y ( 9 Oml ) <oa^S'16.5t^iStaof»3i 

f>ix/c«aES:i^'J*^^>*7A^'DVh^77'f- (it 
S!X^;l./n-^d{.-.fy=3/9 7T:-^ai) X-mmth 

C2- (2-xh7hKo-2H-h'7X;U) jf^fj^x 
h^xD -lH-'f:^h'-;k-2-X?;l''-K^i^7-h 
(3.00g) ?rt#^. 

(c) Xf-;l'7- (2-t Hn^ri^Xhdf-S/) 

1 H-'f y K-/1— 2 htfO-^^ 
x^/l^4-^f-;l/-7- C2- (2-Th7hFo-2 
H-l^9X;l.) :t^j^Xhdf->D -lH-'fyK-/l^- 
2-;^yP'i<^i^7-h (3.20g. 9.21imio1) $-xh7t 
Vayyy (7 0ml) l,zmmiXi}^(>miSLl>zX, 2NJg 
( 3 0ml ) &SDi./v:. c:c?)ig^^Mat-C3^^Jt 
lftr*»4>Rje?«*iC* (2 00iDl) SrJDt, ^":^V^•C 
2 8%T>-^-r7K€-jD;c. 4'Sl(pH = 7-8) L 
Jt. »:t§tSx^/WT-fttii (20) tttiJ?gS:5%lg 

x^;W3!)>tf>SB^fffl:-fSCt{cj:f). x^7l/7- (2-h 
Hndfi^xhdfi^) -4-;<f-;l'-lH— <y^'-;^- 
2-;<?;^.1^=ifi'5-h (1.93g) S:f*;t. m. 166 
-1 6 7'C 

( d ) xf-;U7 - ( 2 ^' yx;P;^x;Ujj-:^ i/x hdf 
j^) _4_;,(f.;p-iH— ^yh'-;U-2-;>&;U4<^j/ 

x-?-;W7- (2-tHndfi'Xhdf>') -4-^-?-;U- 
IH-'f yh--;U-2-;<r;W4fJfv-7-h (l-lOg, 4. 
lanmol) . hyxf-zUTSy (0.93g, 9. Wmmol ) Rl/ 
V^uajtfy ( 3 0il) <OS-&!|*iSr- 1 0'CtX-l^n 
LXij^h. Wrf-\0'C\.ZXy^^>X)Vt^=.)V9uy 
H (0.57g. 5.OI111B0I) SrjgTtTt:. jgTF^Tt^. § 
t>iz- 1 0-Ctc-C 2i^ra«ff U-C*>4>, Si5?S$:*7K+ 

^aD;^/^A-c1^^^l(3lll) L;t. ttasamis 

ft^-ftr yt-'^ ATicjgTg, m^stm^mi- h y ^* 

ttCiD, Xf-;U7- (2-^:J'y;?.;i/*x;u^^vx 
h^i^) -A-^^)\^-lW-^yY-)l'-2-:^lV-!f^ 

(e)xf-;W2, 3-yhHa-7-^f-/I^-tfno 



CI, 2. 3-deJ-l. 4-'<yXjrdE-ti;y-5 

xf-yu7- (2-^^y;^.;^J^x;^:t^xxh^>') - 
4 -^^/U- 1 H y H-zP- 2 -;>&zl^;K^>'5- h 

(i.30g. 3.8I1U101) . 6 0%*m^^:-^hy':7A (0.15 

g. 3.8I11J00I) S.t;fN, N-i^'^f-Zl^^/l/ATS K (6 

5ml) (^m.^ims.i,zxs\mtmLtz. 

IHgx^yP-Cttaj (3111) aajJ8«±5% 

^J^X-^Lfz. m%i^^i:LX'^t:.fifznmii^ 
^)i)Y>i'iiyM.9u-?vyyy ^- (itB5Xf-/U/n- 
A.dE.ify=2/9 8'C^ai) -Cffiai-SCiifc:.}: X 
^/U2. 3-j^'b KD-7-;<f-;U-tfao C 1 . 2, 

3 - de 3-1. A-'^>X:^^^'Jy-5-/l)V^^^ 
'yy-h {(i.fns)^:%ti,mA 101-10 2*0 

( ^ y r o e;ur;P3 J: >) Wi^S ) 
[0057] ##M4 

Xf-y|^2. S-i^'t Ha-l-^f-;U-7-h'j7;l-:t 
D^f-zW-lH-eoD Cl. 2, 3-deD df.y=iE-ri; 

y- 5 h<50-^^ 

(a) 4- CN-;<f-;P-N- ( 2 -h h'D^>^xf-;P) 

4- ^'nD-3-xhD/<.>VMj7;l';i-U K (26.0 

g, 1 1 5iiimol) ON. N->''^f-;l':^;L'ATS F (1 
OOml) 0X:t-C2- (^f-zl-T*/) X:J' 

( 17.3g, 2 3 Imnol) SrJgTLJt. RJiEiaS 

lti?xf-;W-ClfiiU (20) Uc. ^r«iS$:5%ig 

x-mikuz. mmnEi^iLxnhtitzmtii^'):^ 

f)\/f]yK7u-7Yyyy'{- (■^uuit-iVl./ J 
-;U=9 7/3-C1§iii) -C-^M-r^CttCiO. 4- 
CN-^-fyl'-N- ( 2-hHa^y'Xf-yi') rs^) 

'Hnmr (CDCI3 ) 5 ; 2.04(1H, t. J=5.93Hz) 
, 2.91(3H. s) , 3.53(2H, t, J=5.28Hz) , 3.84(2H, 
dd. J=5.61. 10.89Hz) . 7.26(1H. d. J=8.91Hz), 7.60 
(IH, dd. J=2.31. 8.91Hz), 8.02(1H, d, J=1.32Hz). 

(b) 4- CN-^^yU-N- C2- (2—fh7tFn 
-2H-e9xyU) 3r^i^xf-;UD 75^] -3-xh 
o'^yy F 'J 7yU3)-y K<0^^ 

4- CN-^^yU-N- ( 2-t Ho:Jf>-xf-;U) 7 5 

y] -3-xho'^yyF!;7yW7M; H (29.0g. 1 
lOoHDi) , p-Fyi'xyxyi'*yi!i;Kla!!ij (2.0 9 

g, 1 1. OnnBol) , 3. 4 -i^'t Ho- 2 H- t^y 
(18. 5g. 22O1111110I) ai^rh7th'n77y (6 

oomi) <r>^^^m^\zx\.5^i^imuz. mm 

+t^iN<*:^ hi; -^i. ( 1 0 g ) i:Ml. SSKT 3 
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- ( g^Rxf-/U/ n ->xir^ > = 5 / 9 5 Xl^iH. ) X'n 
mrhZti^ZjiO. 4- CN-p<f-/U-N- C2 - (2 
-r-hyh Hn-2H-b:^-yU) jt^xX^/U] 

iHnmr (CDC I3 ) ; 1.47-1.72(6H, ■) . 2.9 
5(3H. s) . 3.45-3.79(5H. m) . 3,92-4.00(lH, n) 

. 4.56-4. 58(1H. a) , 7.24(1H. d. J=8.90Hz). 7.54 
--7.5S(1H. 1) . 7.99(1H. d. J=1.64Hz). 
(c) 2-^^/U-4- CN-.X^;W-N- C2- ( 2- 
r h^t Kn-2H-f7X;U) ^Jri^xf-zi/] 
y ] - 3-:::hDA;yyh 7;^:^'; F^O-^^ 
4- CN-yf-yl/-N- C2- (2-xh7tHD-2 
H-b-7X;U) ^3ei^xf-;U) T^y] -3--hn/^ 
yrhy7;U:t'J K (5.00g. 14. 4nmol). h 'J 
yf-/U;^/I^;tt-^A3-r>r hM5.8 6 g. 28.7inBio 
D^t^N. N-i/y-f-y|^7t:;UAr a H (80ml) 
^^iZ^ 1 5-2 0'CtCT}t#T, tert-yh^^ri^H 

(3.22g. 28.7n«ol) iiOxN^t Kn77> (40 

ml) ?S?S^«TL/::, 5-1 ertiTm^M 
l*U-C7!?^^^RJSS?S5:0'Cir?^a3L/'s:» KioStr^^^^' 
(citS\ BKx^;l.T«ffi ( 3®) Lt^sI. mti^Wii5% 

0. 2-yf-;i/-4- CN->f-;u-N- C2 - ( 2- 

f-h7t HQ-2H-t:7-;U) ;t^>'X^;UD 
y] -3--hn/<vyh'j7;U;t'; Hco?**c!to^ff 

iHnmr (CDCI3 ) a ; 1.48— 1.76(6H. ■) . 2.3 
2(3H. d. J=1.32Hz) , 2.91(3H. s) , 3.35(2H. t. J= 
5.61Hz) . 3.46-3.57(2H, n) . 3.74-3.90(2H.ni) . 
4.56-4.57(lH. m) . 7.07(1H. d. J=8.90Hz) , 7,57(1 
H, d. J=8.91Hz). 

[0058] (d) C3- CN->-^;U-N- C2- ( 2 
-xb7t Hn- 2H-e7-;U) :t^i-X^;U] r$ 
y] -2-xhD-6-h'J7;U^ny^;U7x-;l/: 
fcryi^fyKx^ypco-^^ 

;p;7';r>AXhari^h- (1. 1 1 13. 2«nol) h7 
fc ^077^ ( 6 Oini ) ig^!t^+^C. miSii^ZX, 
Ki/xf-;Kl.9 4g. 1 3. 2iibio1 ) ?:?gTL, o-:?^.^ 
T2-y^;U-4 - CN-y^;U-N- C 2 - ( 2 -t' 
h7b Fn-2H-f7X7i^) ;f^i^x^;l/} y: 

- 3 -xho'^yy h U 7/1^^ 'J H (2. 4 0 g. 6. 6 2 
anol) (D^Vyt. Fn77y (40ml) ?§?S$:?igTL 

fz. mm^'^^^.zxb^^^Lxt-i^. <^cz3r^ 

T'?^fflt. StK (1. 5 9g. 26. 5miDol) $:«TL7l^ 
mM^'<^i^^\ZkZ^^ . e^Kx^yUX'ttai (20) L 



/c. wm,-^5%^^±v')^i^imisx^n^^xt-'^ 

ffi^^Ttl^aS: y >!7 7 A ^ PV h ;/7 7 - 
(B^Kxf-;uyn-^^Hty = iy9-cm) X^'m 

C3- CN-y^;l^-N- C2- (2- 
■rh7bHn-2H-f7x;l.) ;t^xX^/U} 
y] -2-xhn-6-h';7/l/^nyf-/W7iX;|/] 

•Hnmr(CDCl3)^: 1.41(3H. t. J=7.26Hz) 
. 1.50-1.76(6H, m) . 2.91(3H, s) . 3.42-3.60(4 
H. id) , 3.73-3.82(lH. n) . 3.86-3.94(lH. 4.2 
7(2H. s) , 4.34— 4.42(2H. a) . 4.56-4. 58(1H. m) 
. 7.20(1H. d. J=9.24Hz) . 7.62(1H. d. J=9.24Hz). 

(e) X^/U7- CN-^f-zl^-N- C2- (2-tKn 
dri/Xf-zl-) ray] -4-h';7/l^^oyf-;U-lH 

y K~;u- 2 -^;U4f^^7- hiO-^fi£ 
«f;^(2.42g, 43.3«ioI) iSlt^K (4 0«i) 
"^^1 ^'C^ZXm^Lfz. mz C3- CN-y^;U-N 

- C2 - ( 2-7^h7b Hn~-2H->f7X;l.) 

xf-yi^] r^y] -2-xho-6-hy7;W5rnyf- 

;U7xX/P] bVUb'yS!Xf-;P (2. OOg, 4. 3 3iiiio 
1 ) CO hyuxy ( 2 Omi ) ?§?R$:±ldig^*(cSTL 
Xt-h. 7 8-8 3rtCT2B$fSJJtffL/::, ^JED?S^3 
0°C^T'?^aiL-C:^^ib2N^K ( 2 0inl) ^lXxh7b 
Fn77y (2 0id1) 5rSD;t. Mia(ci:2. 5^SJtJ1^L 

fz. mz^mi,iry^:=^rimmMz^t\ 

Kxf-;u ( 3 0 Oml ) ^^tViXMnLtz. "rtmk. tKBS: 
S^g!xf-;U (20 Oml) ^-L/w^-filS^r 5 

x-mk^k. m%ii^^i^\^x'^hixfzmt^'y')ii'f 

y=iy9T1Sai) xf-;i^7- 
CN-yf-;U-N- ( 2-b Hn^i^xf-;U) T^y] 
- 4 - h 'J 7;U;tny iH-^y 2 
;i/:^'^>'7-F^ff7t:o 

iHnmr(CDCl3 ) d ; 1.37-1.42(3H. m) , 2.8 
8(3H. s) , 3.23(1H. br-s) . 3.36(2H. t, J=4.62Hz) 
. 4.0Cr(2H, br-s) . 4. 32-4.40(2H. m) , 6.73(1H. 
d, J=7.92Hz) . 7.28-7. 35(2H. ■) , 11.73(1H. br- 
s). 

(f) xf*;I/7- CN-yf-/U-N- {2-;<^yX}l't^ 
x/U:t^>^x^;U) r^y) - 4-h'j7;U;1-ny^;U 

- 1 H->f y 2-^;u.1f^>-7-F<:o-&^ x 

^jU7- CN-yf-;U-N- ( 2 -b Hn:5ri^Xf~;l/) 

ray]~4-F'j7 /u-^f ny 1 H - >f y h'-;u 

-2-;^/U;t<^i^7-h (0. 3 7g, 1. 1 2ii>ol) . h 
>jx^;ur a y (0. 2 5 g, 2.4 6bbo1) Rl/r-hyh 
Ko77y ( 2 0il) C0S^$:-1 9'CtX<^mLX 
t-^. imT. ^9yX)V:^.-)V9ny^ F (0. 1 4 
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g, 1.2 3iiiiiol) ^:WFLt:, SJofSEzr-lS 13 

ai (3(5]) uc. mtiimi5%mM(.mi'h*j^-u^m 

X'O, xf-;U7- CN-^f-yU-N- {2-;>(-}^yxj]^ 

yl^- 1 H-^ y K-yl^- 2 h<0>**ei& 

'Hnmr (CDC I3 ) $ ; 1.40M.43(3H, ■) . 2.9 
7(3H. s) , 3.24(3H, s) , 3.49~3.52(2H. m) . 4.39 
-4.46(2H, 0) . 4.51--4.55(2H. m) . 6.89(lH,d. J= 
7.92Hz) . 7.33-7. 40(2H, m) . 9.70(1H. br-s). 
[00 5 9] (g) x-fyl/2, 3->''hKD-l-^f-;l' 
-7-h'j7/U:tD^f-yl'-lH-l^oo CI. 2. 3 

Ju^lVl- CN-;<f-;l'-N- ( 2-^:5' yx/U^ri/l.- 
^dfj^x^yl^) -A-h^)y)^^U)t.^)V-\ 
R-^ yY-)V-2-f»i'if^^i^'7-V (3. 1 5g, 7. 
7 lnuBol) , eO^Tk^-fb-^h'J-^^A (0. 3 1 g, 7.7 
Immol) StXN, N- y.X^;U*;WAr 5 K ( 2 0 Om 
1) cOii^SrSffliCT li^SiSiJ*L;t. RiE?eiS:}^7K 

TiVa-jVt^hM^h'th C i: J: 0 . xf-;U2 . 3 - 
i^'t Hn- 1 7 - M) 7;l'jrnp<f-;i'- 1 H 

-tnn-Cl, 2. 3-de] Jfy^Hf yy-s-iJ^/l- 
I Hnmr (CDC 1 3 ) 8 ; 1.39M.44(3H, 0) . 3.0 
2(3H, s) , 3.50(2H, t, J=5.28Hz) . 4.34-4. 42(2H. 
m) , 4.70(2H. t, J=5.28Hz) , 6.35(1H, d. J=7.92Hz) 

. 7. 29-7. 32 (2H. m). 

[0060] ##0!l5 

x^;l^5, e-i^'t Ha-9-;<^;U-4H-tDn 
C3. 2, \-\n^y')y-2-:^)\^7f.iti^y-Y<n 

Xf-/U5. 6-yt KD-9-^-f-;W-6-:t^y-4 
H-t:nnC3. 2. 1 -ijD y- 2 

(1.70 g, 6.6 liBDol) &i;fhy7;L'^oft 
K ( 2 Oal ) cOS^ctftC. MSKT h UXf-zl^v^y 

(3.07g. 26.4™oi) imLtz, dL<.z^m^m 
i^\,zx3^^m-Ltz'{k. ^^i.zxmm^i:Lrz. 

'^htltc.-m.^^z^^iSax.Xi)-h^:L^)VX'm^ 
(20) L, ttaif0[^5%*St^c3|H-h'J'^A7f<jS?S[, 

4.*utSaESrv'J;&y';uX?7A^'a-7hj7'57-f- (S 
exf-;I./n-^df-9-y= 3/9 7-C^ai) -CttS-f S 
CliiCJ:'), xf-yus, 6-ytHn-9-.Xf-/P-4 



H-tfDDC3. 2, 1-ij] ^y'jy-2-;<?;u-i?^ 

^7-h$-0.8 7gt#fv:. SUS 5 1~5 2-C(n-'^ 

>Hnmr (CDC I3 ) ^ : 1.39-1.44(3H. a) . 2.1 

6-2.26(2H. m) , 2.52(3H. s) , 2.92-2. 96(2H. b) 
, 4.34-4.41(2H. m) , 4.52-4.56(2H. n) , 6.82(1 

H, d. J=7.26Hz) . 6.92(1H. d, J=6.92Hz) , 7.23(1H. 
s). 

(1) xf-;P5, 6-i/tHD-10-.>{^;l^-4H- 
7Hf tf y C 3 . 2 , 1 -hi M y Y-lV- 2 -;*;l^^4f 

iHnmr (CDC I3 ) S : 1.39-1. 44(3H, a) . 2.0 

3- 2.26(4H. a) , 2.49(3H. s) , 3.08-3. 13(2H. d) 
. 4.36(2H. dd. J=7.26. 14.19Hz) , 4.74-4.78(2H. 

m) . 6.T7(1H, dd. J=0.99. 6.92Hz), 6.91(1H. d, J= 
7.26Hz) , 7.26(lH.s). 

(2) x-f/PS. 6->?t HD-9-i!'no-4H- 
fDDC3. 2. 1- i j D dfyyy-2-;5^7l>'^^£/ 
y-h 

87-^8 8'C {n-'^^^yX*)'m^) 
iHnmr (CDC 13 ) S : 1.39-1. 44(3H,m), 2.17 
-2.24(2H.m). 2.29-2.97{2H.m) . 4.38(2H,dd,J=7.26, 
14.19H2) , 4. 52-4. 56 (2H. a), 6.90-6.93(lH,a). 7. 
03(lH.d,J=7.26Hz) . 7.27(lH.s). 

(3) xf-^US. 6-i^h Ha-10-^nn-4H- 
T-fefeyC3. 2. 1-hi} ^>V-/U-2-/}JV^^ 
^i^y-h 

4 4-4 S-C ( 'f yrDtr;PT;>3-;wj: 

^) 

iHnmr (CDCI3 ) 5 : 1.41(3H.t.J=7.26Hz) , 
2.03-2.23(4H,a). 3.08-3. 12(2H.b) . 4.36(2H,dd, J= 
6.93. 14.19Hz) , 4.76-4.80(2H.a). 6.90(lH,d,J=7.5 
9Hz) , 6.98(lH,d.J=7.59Hz) . 7.31(lH.s). 

(4) Xf-;l^5, 6->''t HD-4H-rHftV 
C3, 2. 1-h i ] -f >'H-;t'-2-X/;l^--K^i/7- 

iHnmr (CDCI3 ) 5 : 1.40(3H,t.J=7.26Hz) , 
2.08-2.23(4H.a), 3.12-3.16(2H.a). 4.35(2H.dd, J= 
7.26, 14.18Hz) . 4.74— 4.78(2H,b), 6.95-7.02(2H, 
b), 7.24(1H.s). 7.42-7.47(lH.a). 
[006 1 ] #^16 

Xf-;l^5. 6->''tKD-10-p<^;l'-7-:t^y- 
4H-rHftfyC3. 2. l-hiM>HwW-2-;^ 

(a) x^;H- (3-xh^i^;;?;l^,-Jfz^7UTDfcr;l') - 

4 - y ^/U- 1 H-'f y h'-yl'- 2 -J^t^/U-if^v^- h 

xf-;i'4 -^-^-yu- 1 H - 'f y 2 -j^/U.-K^i^ 
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y-h (8.50g. 4I.8111JD0I) . eOXT^miti-h^J 
(1. 6 7 g. 41. Smmol ) ^^L^N. N-i/^^Jl'it^ 
;Ui.r ^ K ( 1 5 Oiiil) iO^g^^SzatZTSff (S^D 

^y^y-h (8. 1 6g. 41.811U110I) r±ld^g^^*5* 
tC«Tt. $i^tC2 7-2 9'Cic-C8B#faSif^L/'c. S 

-rs^-^^y^ 3/97 t7§£±l ) T-SK-r ^ Zt\.Z^^. 
xf-7H- ( 3-xh^i^;:7;U7f:xy^rntVU) - 4- 
1 H->f y H~>/u- 2~^;UrK^i^^-h^^# 

iHnmr(CDCl3 )(^: 1.21-1. 27 (3H, b) . 1.4 
0-1.45(3H. ■) , 2.04-2. 19(2H. d) , 2.30—2.35(2 
H. n) . 2.56(3H. n) . 4.12(2H. dd. J=7.26. 14.19H 
z) , 4.33-4. 41(2H. «) . 4.60-4. 65(2H. m) , 6.91 
-6.94(1H. n) . 7. 18-7. 27 (2H. m) . 7.34(1H. d, J= 
0.66Hz). 

(b) xf-;H- ( 3-^;P;i<'^i/rntVU) -4-;^f- 
yi^- 1 H-^y K-;u-2-X?7U.li:^i/^-h^O'^^ 
xf-7H- (S-xh^i/^i^yU^f^v-rae/U) - 4- 
1 H-^ y F-;U- 2-;^;l^;f'^i^^-h (1 
5.4 g. 48. 5mmol) , B^S! (2 50il) ^L*^'3 0%K 
K (1 2 5ml) iOS^Sr7 0-7 5'CtCT1.5^ia« 

^xf-yuT-tt* ( 20) Ltz. »:(cwaii$:ry^xr 
* (2 8%ry^xr7Ki 3 0Bit7ki oomiiOP 

IS)T'ttaiL. tt^il/'C7k;i^3 5%^KT'pH=3- 
AtLfz. I^^Ltzm^^W'SS.L. TlM^ymLXi)^ 

yU.K^yTnt:;!/) -4-^f'y^-l H-^yK-y^- 
2-;:?y^7^^^x^-h^9. 2 s'ikfz. 
Ml* 1 32-1 33r (THrhxhU/UiOHSfl) 
iHnmr(CDCl3 ) d \ 1,42(3H. t. J=7.26Hz) 

. 2.10-2.20(2H. m) . 2.40(2H. t, J=7.26Hz) . 2.5 
5(3H. d. J=0.66Hz) . 4.37(2H, dd. J=7.26. 14.19Hz) 

. 4.62-4.67(2H, in) , 6.92-6. 95(1H. 0) . 7.21- 
7.28(2H. m) , 7.34(1H. s) . 

[0 0 6 2] (c) Xf-yl.5, 6-ytFn-lO-^^ 
;U-7-^^y-4H-r-tftV [3. 2. 1-hiW 

SK^tx'jy ( 1 OOg) ^t/f8 5%0^B! (100 

g) oig^^8o^;i-ci«ttL7^Co mzji^ii i - 

{3-ii)V^^^i^ru\::}V) -4-^-f-yU- 1 H->f y 
K-;U-2-;^/U4<^i^^-h (8.5 0 g. 31.3inmo 

1) $rJ:iaig^+cijn.i, 8o-8 3*ctci: mfas 

v-'x^y^x— r/UTl*a3 (20) L/-^. \to^m.i5%St 



/•c- m^^WK^^'^Xnhtitzm^^i^') iiyf\^:^y 
j^^n-eh/^7>f- (B^x^yU/n-^:ir-^y=3 
/9 7t1§ai) xf-yU5. 6- 

i/t Kn- 1 0->f-yU~7-;t^y-4H-r-fc'bV 
[3. 2. 1 -hi] >f y K-y|/-2-;^;l';n^i/^-h 
2:7. 2 1gtlf^. 

auS 9 6-9 7-C ( >f yrntryl/T/Un-zUJ; OSIS 

^) 

iHnmr(CDCl3 )^: 1.41-1.46{3H. n) . 2.2 
9-2.38(2H. m) , 2.61(3H, s) . 3.07-3. 11(2H. n) 

. 4.35-4-43(2H. n) . 4.81-4.85(2H. ■) . 7.03(1 
H. dd. J=0.66. 7.59Hz). 7.44(1H. s) , 8.05(1H. d. 
J=7. 59Hz) . 

[006 3 ] ^m6[z9r^Lfz-yi'mzm\^X . OTtCiJ^ 
-tit-^^^^Ltz. 

(1) X^yU5. 6-S/b FD-7-:t^y-4H-r-(f 
tVC3, 2. l-hi3 yh'-yp-2-X7yU4<^v^ 
-h 

ItcS 8 6-8 8'C (-f yrotVI/T/Un-yUiOSS 

(2) xf-yUl 0-^00-5. 6-vt Fo-7-^=Sr 
y-4H-T-t:*hV C 3, 2. 1 -hi M y h'-yl— 2 

SL"^. 1 1 9 — 1 2 or (^yrneyPT/Ua-yl/J: 0 

SISb^b) 

[0 064 ] ##^J7 

xf-yP5. 6-vbHo-6-h Hoari^-9-;'<^;l/ 
-4H-b'nnC3. 2. 1 -i j ] ^7 'J y- 2 

x-fyUB. 6-xbKD-9->^;U-6-^=¥y-4 
H-b-noC3. 2. 1 -ij] ^y 'jy-2-^;u4<^ 
i^^-h (3.00g. 11. 7iiuiiol) $:irh^b Ka7^ 

y ( 2 ObI ) RT/:sz9 y-yi/ ( 8 Oni ) cnm.'^mMzm 

txt-i^. K^^m.^ o'^ctx (^s^Lfz. »:ti*Sit:^^ 

ni-h'J^ix (0.44 g, 11.7BII01) S:j!id;c, 

o'ctcrmramfl^tT^^, ^?8t^«ETCT«igLT 

nC:>i\tz^i^^{z^m:^^)ViMt. -y-^^^X5%ym 
f-zi/T-ttai (20) L. -^-L/w^r«8B^5%fifk-^h 

ttz. \m^^^i:Lx'i^hfitzmkii^')fjy}v^ 

yj^^a^h^yy (B^Kxf'y!.//n-'\^'ty = 
1/9T1§4) rSK-f x^;I^5, 6- 

yb Hn- 6-b Fo:ir>'-9-;<f*yl^-4 H-bOD 
C3. 2, 1 -ij] ^y 'Jy-2-^;U;f'#i^^-h$: 

2. 4 0 gt#7t:* 

^Hnmr (CDC \ ^ ) d ; 1. 40-1 . 45(3H. m) . 1.7 
4(1H. d. J=4.28Hz) , 2. 17-2.39(2H. ■) . 2.55(3H. 



(38) 



^^10-237073 



s) . 4.39(2H. dd, J=7.26. 14.19Hz) , 4.42-4.52(1 
H. n) , 4.77~4.86(1H, a) , 5.05~5.08(1H, ■) , 6. 
9a-6.93(lH, 7.18(1H. d, J=6.93H2) . 7.28(1H. 
s). 

mma 

xf-yl/ 5 - 7/U>r D - 4 - ;< f-/U- 1 H - y 

a) xf-/l^3- (3-7/p3ra-2-^^;l'7x-;W) 

■^hUn^AXh^i^K (U.lg. mwrnalXTiX^y- 
yKlOOml) ^?gE^-45'Cil-eJ$aiLT*»<5, S-^/P 
3}-o-2-^f-;P'<.>'X7;UTt K (9.00g. 65.2I1K) 
1) i3J:t^TxHi^iSxf-;P (21. Og, 163niiiiol) Orh 
7tKD75y (30ml)^?RS:i9>o<Oi:jilTL7t. $ 

7^ - (i^Kx^;^/n-^^^fy=3/97-C•^ai) X'^ 
mt^ZtliZX*), xf-;l^3- (3-7;U7ro-2-;>< 
^iV'Vx.-JU) -2-7yH7*D'^>'x-h&10.0g# 

b) xf-;P5-7;P7fD-4->^;i'- IH--^ yh'- 
o-=^fi^u>' (sooni) ifmr. ivfctximtxn)^ 

Xf-;W3- ( 3-7;U:rn-2-^f-;P7xX;l.) 

-2-r>''h'ra'<.yx-h (lo.og. 40.iiiuiioi) coo 
(lOOnl) J§?K$:i9>o< Ofc^SiTUv:. 

ici2o~i22x:icT 5^^m-Lxt-iom%^ws.^tcf 
^ztf.zi. YiMfhfitzm&^'i y7-ue;i'r;L'3-/u 

( 6 Onl ) t^t>Mm¥BthZbl,Zi. OX^^PS -7;U:1- 
-hS:3.58g#Jt. 

iHnnr (CDCls)^ ; 1.43 (3H. t, J=7.26Hz), 2.46 (3 
H. d. J=1.98HZ>. 4.38M.46 (2H. ■). 7.0W.08 

(IH, b), 7.16-7.26 (2H, m), 8.99 (IH. br-s). 

mms\,zjj^Lt:.-m.^z^tx , WTtc^-r-fb^s:^ 

(1) xf-;U4. 5->''7;l^3rn-lH-'f>'F-;u- 
2-;!7;P--K^>'7-h 

SUS 174— 17rc ( v'xf-yl-x-r/U/ n -'^4r•^^>^0 

(2) x-f-;U5-^na-4-.Xf-;W-lH-'fyK- 
;U-2-*;L''tC^i^5-b 

M,* i69-i7(rc ( -< y ro t^ur/un -/u i o 

(3) xf-;M. 6->''^f-yL'-l H-'f yH-;u-2 



116-118X: ( y 7-0 e/px— J: OS^ 

SB) 

(4) Xf-/M, 5-y^'DQ-lH-^yK-;l'-2 

75~T7r ( 'f y ro \^ivr)va-)\,x o s^b^b ) 

(5) x^/M-^'on-S-^h^v-lH-^yK 

MA 176-17rc ( 'f vra\Hl'7/\^a-J\^j: *)W& 
ik) 

(6) Xf-;W6— <y>'';l/-:*#i^-4-^DO-l H- 
^ y\f-J[^-2-7tlJ\^:i(^i^y-h 

at* 152-154'c ('fyrQtyi'r;i'3-/wj:'3iife 

[0065] HiSPJl 

N- (TSy^f - 5, 6-xh Hd-9- 

^^;U-6-5r^y-4H-trnn C3, 2. 1-1 
j D ^yy y-2-;i&;U--l<^1f5 H • ^:S'>';^;P7}syK 

Me 



MeSQsH 



Xf-;U5. Ko-9-;<^;P-6-:t^y-4 
H-tDDC3, 2. 1 - i j ] 4fyy>-2-;:7;l'--if 
(0.65g. 2.53ininol) . iJ^Txj^y • tggS 
(1.21g. 12.6iMDl) , ■fhU'^J>.J<h^>'¥ (0.68 
g, IZ.fmol) Rl/fi. N f-;U;tt;PA7 S H (3 
5 ml ) <0?I-^SrSiatCT 1 8S?^m#L;t. RlEJ?g^ 

1 o%i^iti-ho^j^ymjs.'Pizm\ i^exf-yi/T-tt 
aj (30) ^^^f^?S{±5%^gfl::^^y'>A*?|?8^:1^ 

E®*-ri>^f:tcJ:0, fflN- (TSy^f 5y^^;l^) 
-5. e-i/'t Kn-6-;fdf.y-9-^f./|.-4H- 
tDnC3, 2. 1- 1 j D =^r•yyy-2-;&;^-■KdE■■9• 
5 H^tf/i. z<r>m^fmi-^7ii^ yrot/L-T/i-n- 
;w&i^>^^'y:^;i'*yie (o.47g. 4.89miioi) <r)U^ 
'\>izMtX1immmiXi}^t>o-ctX'^Sitt:. VriHt 

tizx^. N- (rsy-f 5y;'<f-;i') -5. e-xh 

Fn-9--;<f-;l^-6-;t^y-4H-ton C3, 
2 , 1 - i j ] y ij y- 2 -;!?;U,-i<Jf-Hf 5 V • 
;^;P*yS!« (0.57g ) STtfys. 18^ 2 6 7-2 6 8 

[0 06 61 ||M£^2 

N- (rsy'f $y;<f•;^) -2. 3-i^'hHn-7- 
p<f-;P-brno Cl. 2. 3-de]-l. 4-<yX 




(39) 



^^W- 10-237073 



Me 




-MeSOaH 



xf-/l/2, 3-i/b Fn-7-;^^;U-l:^nn r 1 . 
2. 3-de] - 1 . 4-^>X;f^^fy>'-5;!7/l-'tC 
^i^^-h (0.60g. 2.45iniDol) . ^T^'Jy - ^Si^ 
(l.lTg. 12.2nimol ) , i'h'J'yM.^ h^i^V (0.66 
g, 12.2inmol) ^L^N. N - i/^f-yU;t^/UAT ^ K (3 

N- (r^y^ ^ y^f^yl^) -2. 3->''bKn-7- 
;<f-/U-trnD CI, 2, 3-de:] - 1 , 4^>X^ 

{0,55s) i^Z. M,^. 2 6 8-2 6 9^C (^»?) 
[0 0 6 71 lll«^3 

N- (r^y-f -5. 6-i/hKn-4H 

-t'nnC3. 2, 1 - i j : ^yj y- 2 -7:?;U4<^ 

Ut2 0] 

I il I •MeSOaH 
O NH2 

Xf-;l/5. Kn-4H-eno C3. 2, 1- 

i j ] ^y'Jy-2-;!7;U;i<^5/^-h (l.OOg, 4.36 
mmol) . :/rx5/> . jgKS (2.08g. 21.8niniol) . -^ 
h ';^Z.y h^i/h' (1.18g. 21.8niiBol) &t>'N . N- 
S/>f-;l/7t;;UAr5 K (3 0ml) S:fflv\ HiS^Jl^S" 

mzmtxKJt}^n^j:\^\ N- (T^y-f ^ 

-5. e-f/'t Kn-4H-enn C 3 . 2, 1-i 
j ] ^y 'J>-2-;5?;i/.K^-»;-^ K • ^yxji^jt^yWt 
« (0.43g) St-S 2 3 3-2 34-0 (5)-») 

COO 68] mamA 

N- (r^y^ ^yyf'/p) -2. 3-i^'bKn-2- 

^r^y-lH-tron :i. 2. 3-de3^y^^f'J 
Ut2 1] 




o 



-t-h'^'^A^ h^Srv-K (3.05g. 56.5maol) , y^y- 
(60«1) yr:ziyy ■ ^SiS (5.39g. 5 

6,5mfflol) ^Ja;t, mi^i^zX 3 O'^tSmnUz. firlilL 

t Kn-2-^^y- 1 H-fna C 1 . 2. 3-d 
e 3 ^ry^'^'Jy-5-;^/^;t^^>7-h (1.38g. 5. 
65mBol) ^miXt-^±S^^<^;< ^ y-f\^i^S£L 
tz. 'ik^tifzm^iii: 1 3 OrCiT 5^faM^}«f#LT7:j^ 
i^miSklzx m^mSLfz. RJ3S?a*ti*r2±r. ftS 
xf-/I^T1ftffi (30) aaiSE^rTKS^^^L'C*^^*!* 

ixy::^^S^>^'J^y/^;>^A;7nvh^^y >f- (^n 
^ y -;t. = 9 5 / 5 xi§f±i ) r »»t--?> C: 

htcJ;0. N- (r $y^ ^yyf-;u) -2. 3-yt 

Fn-2-^^y- 1 H-b'nn C 1 . 2. 3-de] 

it^^i^it^m/^ s y-/n:'^i^^ fk-r ^: (c i 
a, N- (r$y^ ayyf-yi^) -2. 3-ybHn- 

2-:t^y- 1 H-b'DO C 1 . 2. 3-de]^yar 
^f'jy-5-;^;U:K^r^fa K ■ (1.19g) 

St'^^ 3 2 8-3 2 9^ 
[0 06 9 ] IUf£i^Jlc7):^feCitll:T^^rm\ 

N- (T^y-f ^yy^;U) -2. 3-i/bKn-l- 
y ^yp- 7 - h 'J 7;U:tDy f-yi/- 1 h - eon c 1 . 
2. 3-de] ^^y^^t^y V-5-;;?/U;}^^'t^ K • y^' 
yx)VirsyW^ 
Ut22] 




•MeSQaH 



St* 2 1 1-2 1 2X: (^IS) 

N- (ray^ ^ yy^/L-) -4 , 5-s/bHn-tro 

nC3, 2, 1 -hi] ^ y H-;P-2-;j7/W.t:^r^f a K 
- y^yy.;^7^yK^g 
[^1:2 3] 




at* 257-258r (^)-W) 
16*^7 

N- (r^y-f ^yy^/u) - 5. e-i/bKn-s- 

yf-;U-6 -^^y-4H-b-ao C 3. 2. 1-ij] 



(40) 



Itra^l 0-2 3 7 07 3 



Me 





MeSO^H 



lUS 2 5 7-2 5 8-0 (^}-JS) 

N- (r^y-f sy>><■f;^) -5. 6-xhh'o-7- 

^f-;l<'-6-:t^y-4H-eaD C3, 2. 
l<t2 5] 



MeSQjH 



Si^. 2 84-2 8 5X; 

N- (TSy-f $yy^;P) -5. 6-i^'bh'o-l- 
^^/l'-6-Jr^y-4H-eoD C3, 2, 

^y y y- 2-x?;W!j<''f-9-5 k • 

1^2 6] 



MeSOaH 



2 5 1-2 5 2-C {^m 

HMfi^JlO 

N- (r$y^ sy^-?-;u) -5, e-i^'tHo-g- 
;<^/P-4H-eDn C3. 2. i-ij3^y';y-2 

[•fk2 7 ] 

Me 



MeSQsH 



SL#, 2 4 7-2 4 8-C (ta-M) 
C007 1 ] USSMl 1 

N- (rSy-< Sy^f-yl-) -5. 6-xtHn-lO 
-^-f;L'-7-;r^V-4H-rHftry C3, 2. 1- 
hi D ^ 2 -;&;P.i<df.-i^5 H • ;< 

mm 

[^28] 






MeSO^ 



SlL^ 2 6 1~2 6 2*C 

N- (TSy-f 5y^f-;P) -5, 6-^'hKD-lO 
-;<f-;U-4H-T-fe'b'y C3. 2, l-hi]^yK- 

1^29] 




MeSOaH 



2 4 4~24 5*C (^)-») 
^^13 

N- (TSy-f 5y^f-;U) -5. 6-i/'th'D-6- 
:t^y-4H-t:oQ C3. 2, ^y'jy-2 

[•ft:3 0] 



MeSOsH 



2 7 3-2 7 4*0 i^m) 
[0 072] IISSM14 

N- (TSy-f $y^f-;U) -10-7nn-5, 6- 
i/'t HD-7-^dfy-4H-7-fe'ty C3. 2. 1- 

hi 3 y 2 - i!t)i'it(^'f S K • ;< >';^/i'*y 




(£3 1 ] 




a^. 2 7 6~2 7 7iC (^i-jg) 

N- (T5y-f Sy-Xf-zP) -5. S-v'tHD-?- 

:t^y -4H -r-(f ey C3, 2. l-hi] -fyK-Zl^ 

[its 2] 



(4 1 ) 



10-237073 




MeSOgH 



»jS 2 6 6--2 6 7'C (^«) 

mm 1 6 

b Hn-6-^=Jry-4H-h'nn C3. 2. l-ij: 
[^t3 3] 

CI 




MeSO^H 



HL^. 2 7 8-2 7 9'C 
[0073] HJS^J 1 7 

N- (T^y^ ^y^^/U) -5, 6-f/bHa-9- 
y^;U-6-y h^i^-4H-t-Dn C3. 2. 1 -i 
j] ^y •J>'-2-7!?;W;K^-»f a H • 
^(^^^ 

[fl:34] 

Me 



MeSQsH 



(a) Xf-;U5. 6 -i/b Ho-9-;^f-;U-6-y 
x-4H-b-aoC3, 2, 1 -ijD ^y U V-2 

x^;U5, S-i^-'b Ha-6 -b Ha^>'-9-yf-yi<' 
-4H-enaC3. 2, 1 -ij ] ^y >- 2 
rtf^v-^-h (0. 5 0g, 1.9 3mmol) , 6 0%y^m\\L 
t-h'J^A (O.OSg, 1.9 3bbdo1) ^l/xh^bKo 
7C*:^W (C15H18N4 O2 • CH4 

[S29] 



( 2 Oil ) ^is^+c. ^iStirsffT. 3^ 

it^^fV (0. 5 5g. 3. SbDiDol) $r?rFL, $otC^ 
2StC-C2^fa«f#L/^, aC«2:7M<tli±*\ i^exf- 

«ESi LX% ^tifzmSi r 'J ^ y ^ A 7 
o-7h^7 7>r- (B^Kxf-;U/n->\^r'ty=5/9 

Kn- 9-^^-/1^- 6-;^ h^S/-4H-b'nn C3. 
2. 1 -ij] ^y y y-2-;<?;U4<=^£^7-h$:0.3 1 

^Hnmr(CDCl3 ) d 1.42(3H. t. J=7.26Hz) 

. 2,09-2. 21(1H. m) . 2.40-2. 49(1H. n) . 2.55(3 
H. s) . 3.39(3H. s) , 4.31-4.42(3H. ■) . 4.50-4. 
52(1H. ffl) . 4.82-4. 90{1H. m) . 6.87-6. 90(1H. «) 
. T.IKIH. d. J=6.93Hz) . 7.27(1H. s). 
(b) N- (r^y^^ ^y^f-7U) -5. 6-i/bFn- 
9-y^;U-6-y h^i^-4H-bnn C3. 2. 1 
-ij] ^y ';y-2-;^;l^;n=ir^^ F ■ ^rJ^y^yl^T^y 

xf-;^5. 6-i/'b Fo-9-yf*;P-6-y h^v- 
4H-b-noC3. 2, 1 -ij ] ^y U >- 2 
^i^7-F (1.2 0g. 4. 3 9«K)1) . ^rxyy.Jfi 
Kig (4. 1 9 g, 43. 9iiunol) , -fhU^Ay h^i^H 
(2. 37g, Al.9mo{) RX/N. N - i/V ^/Ut^/UA 
T^F (6 0ml) WmKry-lim^.zmtXKiS 

^ffvv N- (r^y-f ayyf-yi^) -5. e-^bF 

n-9-yf-yU-6-y F^i^-4H-b°on C3. 

2. ^y')y-2-:^)\^^^^^^Y ■ ^9y:^ 

)V^^ym^^Wz {fzfzL. *{(:^{ixF7bFn7 
7>.S.I/i^'xf-;ux-T-yUcoiI-^rS«;t?>^^B^B^9fai^ 
^fz. ) . 

iHnmr (DMSO-cl6 ) d ; 2.06— 2. 15(1H. m) 

. 2.24-2.41(4H. m) . 3.31(3H. s) , 4.18-4.28(1 
H. b) . 4.53-4.56(lH. n) . 4.69-4.75(lH. a). 6.9 
5(1H, dd. J=0.99. 6.93Hz). 7.20(1H. d. J=7.26Hz) 
. 7.50(1H. s) , 8.31(4H, br-s) . 11.18(1H. br-s) . 
SO3 tLX) 



C H N 



ftftii (%) 50.25 5.80 14.65 

aj^(i(%) 50.01 5.88 14.34 

[0074] mi^m 1 8 

N- (r^y^r a yy^/u) -5. 6-i/bFn-6- 

>f yrn;K^>-9-y^/U-4H-b*nn C3. 2. 

l-ij] ^y')y-2~fj}V7fsit^^ F • y5'y;^;u;n 

[{t3 5] 



(42) 



ij^ipiO-2 3707 3 




MeSOsH 



-4H-troDC3. 2. i-ij:i ^y'Jy-2-;<fy^ 
:l^^v'7-^ (0. 7 0g. 2. TOmmol) , ^T-'yV ■ 
iSKS (2. 58g, 27.O1111D0I) . ■t-h'J'>A> h^i/ 
K(1.46g. 27. Oumt)!) ai^N. N->''^f-;l/:1^;P 

ArsF (40111I) iiS£Wio:^t=mi;-CR 
Ja5i^:^TV^. SN- (rsy-f ^y^-?-;!/) -5, e-^-' 

t H D - 6 - 1 H D'Sr j^- 9 4 H - tf O D 

C3, 2, 1-ij] ^y';y-2-;>&;P--K^-t^S 

3t. ^<^t;-^Sr^:J'yx;i^*yi!(i.0g)O'fy7" 



7C^^*f (C17H22N4 Oj • CH4 



oh:;PT;L'3-;u ( 5 0«i ) 6 OX; 

tT3 0t5i-iaj«f#Lfc. <ji:ic5JE?a$-**ica#'. 28 

Vh^77-f- (^DD;^/^A/;i<^'y-/^=9 7/3 
■cm)f»S^*C^K:J:*), N-CrS/'fS/^ 
f-;l/)-5, Ka-6-'f yrD;K^i/-9- 

^^yl'-4H-eDD C3, 2, l-ijD^y'Jy-2 
-;j&;U.-KdE-9-S FSrO. 3 7 g#^:. ^ti^-f h^b Fa 

(0.2 9g) T-JsaS-fSCfcCJ:*). N- (T5 

y-<5/>f-;p) 5, Ho-e-'f vra^^ 

'>-9-,Xf-;P-4H-tfOD C3, 2. 

^c. li^ 16 2-1 63'C (ta-K) 
SO3 i:LT) 



IS3 0] 



H 



N 



t^»^l(%) 52.67 6.38 13.65 

8B€ii(%) 52.33 6.42 13.36 



[00751 -mm 1 <ryim:m:.xKm^\.^. 

tc^l-HJfeWll 9-2 l<?>fb-^^^^U^:. 
IISIW19 

N- (TSy-f Sy^f-/!^) -5, 6-vtHn-9- 
^'oa-4H-ton C3. 2. l-ljj^/'jy- 

1^3 6] 



CI 




•MeSOaH 



2 6 7-2 6 st; (^K&l^'^ yrnt;i'r/l'3- 
N- (r^y-f sy^f-;p) -5. 6-vtHo-io- 

^'aD-4H-T-t'try C3. 2, l-hiM>'H- 
l'fk3 7] 



CI 




It* 2 4 4 - 2 4 5 'c ( ^ai/M y ro tr ;^7;^3 - 

;1'<^S^^*SEJ:0SMb^b) 

IIII«»I21 

N- (75y^5yyf•;^) -5, 6-i''bKn-4H 
-r-fe't:yC3. 2, l-h i D 'fyK-;U-2-;^>'l^ 

lfl:38] 




•MeSOaH 



BL#. 24 0— 24 1X; 
[0 0 76] 1^052 2 

N- (Tsy-f 5yyf-;w) -5, 6. 7, s-tF^ 

hh'a-ll-^'Dn-8-:r^y-4H-rV>-y 
C3, 2, l-h i M>'^'-;^-2-;i^/^#^^^S^' 
•^^>';^/^:i:yi!S• l*f[Jfto^^ 
nt3 9] 



(43) 



If B3¥ 10-237073 



a 



MeSO^-HaO 



^-h (8.85g. 39.6iK)l) , 6 0%7k*fl:-^hy 
(1.58g. 39.6iiunol) . 5 - T'n^^Kxf'/U ( 9, 10 
g. 43.5flmiol) ^IL'^'N, S - z^^^JUrt'.jlM.T ^ V (1 
OOiil) ##fi?il6 (a) f,Z9jkLtz1fmi^zmtX 

-4-:?aa-lH->( y\^-iU-2- 

iHnmr (CDC I3 ) a : 1.20— 1.25 (3H.ni) , 1.39 
M.45(3H,id). 1.62-1.89(4H.i). 2.32(2H,t.J=7.26H 
z) , 4.10(2H.dd.J=7.26. 14.19Hz) , 4.34—4. 42(2H. 
m). 4.54-4.59(2H.in). 7.13(lH,dd. J=1.32. 6.93Hz), 
7.20-7. 30 (2H,m), 7.38(lH.s). 
(b) X^;H- (A-^flTn^i^y^fl-) 
n- 1 H--r >K-;U- 2-^/1^ Ttt'^i^^-h^-^Rg 
xf-;H- (4-Xh^>-;!7;U4<xyP7'^;^) -4-^7 
on- 1 H->r y 2 -;:7;^:^'^'>5- h(12.50 

g. 35.5inmol) . g^K ( 2 5 Oml ) ^t/3 0%KK ( 1 
2 5ml) ##W6 (b) \,Z^.Lfz'nmzmtX 

RJe€:^fo<r^C^J:'9. x-f-;n- (4-;^;Ud<^i^y 
-4-^oa- 1 H-^ yF-/U-2-;^^/Udi"^ 

s/^-^^9.log^t/'^. at*;?. 9 3-9 4'c (r-t h- 

hU/PiOS^ft) 

iRnmr (CDC I3 ) ^ : 1.39— 1. 45(3H. m) , 1.63 
-1.92(4H.in). 2.39(2H.t.J=7.26Hz) , 4.34-4. 42(2H. 
i), 4.58(2H,t.J=7.26Hz) . 7. 14(lH,dd. J=1.32.6.93H 
7C3R*?f (C15H15C 1 N4 O2 • 

Ca3 1] 

C 



z). 7.21-7.30(2H.B), 7.39(lH.d. J=0.66Hz) . 
[0077 ] (c)xf-yU5. 6. 7. S-rK^bH 
n-ll-70D-8-;r^y-4H-r^/^y C3. 
2. 1-h i MyK-;l— 2->!?/^.■t^^x5-^cO'g■ 
K 

xf-/H- (4-^yU>-K^ri^7'f-yU) -4-^nn-l 
H->f yH-;^-2-;!?;U7if^i/7-b (9.00g. 27.8 

BDol) . mftzu y ( 1 0 0 g) ^^"^'8 5 % 'J ys 
( 1 0 0 g ) SrffliK ##^16 ( c ) i^z^r.Lfz-y^mzm 
bT^^^r^OwhtlJ;^, xf-yP5. 6. 7. 8-7^ 
h^t Ko-ll-^on-8-^^y-4H-r^/>-y 
C3. 2. 1-h i ] >ryK-;^-2-;!7/^4<^i/^~ 
^$r6.50g^#f.:, SI'S 9 5-9 6'c (>f yrobvi^r 

^Hnmr(CDCl3)<^: 1. 41-1. 46(3H.!!i) . 1.76 
-1.84(2H.iii). 2.04-2. 13(2H.m). 2.8(>-'2.84(2H.b) . 
4.40(2H.dd.J=7.26. 14.19Hz) . 4.55(2H.br-s) . 7.18 
(lH.d.J=7.92Hz) . 7.25(lH.d.J=7.59Hz) , 7.45(1H. 

s). 

(d) N- (r5y>r -5.6.7.8- 

yC3. 2. l-hi^ ^yY-)V-2-:fl)V^^^^^ 
xf-;U5. 6. 7. 8-xh^t Fn-ll-^oa-8 

-^^y-4H-ry'£/y [3. 2. i-hi wyF 

-}l-2-t}}\^^^^iyy-V (l.OOg. 3.27Bifflol) . ^ 
V')^M.^h^l^Y (3.53g. 65.4iiimol) . /TXS/y 
•J^K^(6.25g. 65.4iiiBol) RW, N-v^f-yUr^ 

/l^O^r^F (8 0ml) $rfflc\ Utt^J nc^Lf^:^^^! 

;l/) -5. 6. 7. 8-irF^t FD-ll-:7Qn-8 
-:t^y-4H-r^/xy C3. 2, l-hiMyK 
-;U-2-;!7/^.'t^^^f ^ F • ;^^yx;U7t;yB^iS . ItK 
m^^(^.nz\%rz. lSt«S 14 4-146^C 

CH4 SO3 • H2 Ot LT) 

H N 



fta:ii(%) 44.40 

ai^ii(%) 44.45 



4.89 12.94 
4.84 12.87 



[0 0 783 l?jM£gi]2 3 

N- (T^y-r ^y^^;i^) -5, e, 7. s-^hy 

t Fn-ll-^on-4H-r^/i^y : 3. 2, 1-h 
i : >r y F-/t - 2-^/u.t:^-^$ F - ^^^yA/Urf.y 

[<t4 0] 




-MaSQaH 



(a)X^/l^5. 6. 7. S-f-F^b Fo-ll-^n 
n-8-bFn^i/-4H-rri^y C3. 2. 1-h 



(44) 



0-237073 



i ] -i yY-)V-2-A)Vii'^^'yy-V<r)^fSi 
Xf-/U5. 6. 7, 8— rh7hHD-ll-:;'on-8 
-;t^y-4H-7yi^y C3, 2. l-hiM>H 
-;U-2-;&/U;J^'fi'9-h (1.20g. 3.92iiii»l) , * 
m{t*'>^:M-'>''>A (0.15s. 3 -92111101) , x:?/- 

(1 5ml) a?/f-h7t Ho77>- ( 1 Oml) 
^\ ##B^7fc:^^U>::^(cM6l;-CR^ES-?T3Ci:CJ: 
O.xf-yUS. 6. 7. 8-Th7t Kd-11-^'do 
-8-t HD^i'-4H-7'/i^>' C3, 2. 1-h 
i ] '( y 2 h0.77g#7t. 

>Hnmr (CDCI3 ) 5 : 1.42(3H,t,J=7.26Hz) . 
1.54~1.89(3H.m). 2.0^2.38(3H,ni), 4.32~4.40(3H. 
m), 5.35~5.44(lH.ni). 5.90(lH,br-s) . 7.09(lH.d.J= 
7.91Hz) . 7.34-7.38(2H,m). 

(b) Xf-/l^5, 6. 7. 8-rh5h Ko-ll-^'D 
n-AW-TYi^y i3, 2. 1 -h i D >( > K-yU- 
2-;*yU-K=3ri'7-h<^)^^ 

Xf-;U5. 6. 7. 8-Th7t h-D-ll-:7on-8 
-hKn#i^-4H-TVi^y C3. 2. 1-hiM 
yH-/W-2-*;l';K#>-7-h (1.23g. 4.00miiio 
i) . hUXf-yPi/^y (1.02g. 8.791111110I) &t/hU 

y)\^ytumk ( 2 Smi) ##fi^5fc:*t7t:frft 

tci|lfCR«J5:ffoii:tJ:0. xf-;l/5. 6. 7, 8 
-rh7bh-D-ll-^'OD-4H-TVi^y C3, 
2, 1-h i ] 'f>h'-;l/-2-;<:?;W;K^i^7-h0.84 
g?l^, 

'Hnmr (CDC I3 ) 5 : 1.23~1.45(5H,in) , 1.86 
~2.05(4H.iii), 3.27(2H.br-s). 4.33~4.41(2H,m) , 5.0 
l(2H,br-s), 6.88(lH,d,J=7.59Hz) . 7.01(lH,d.J=7.59 
Hz) , 7.35(lH,s). 

(c) N- (TSy-f Sy^-f-zl-) -5, 6, 7. 8- 
xh7t h'o-ll-i7QQ-4H-7'V>-y C3. 2, 
1-h i D 'f>'H-yl'-2-;7&;U;Jf^-9-$ K • 

xf-yUS. 6. 7. 8-Th7t Ka-ll-^DO-4 
H-7yi'>'C3. 2, 1 - h 1 M > Kwl-- 2 
yl'.-JfdE-v^-h (0.84g, 2.88nimol) , •^h'J'^A^h 
=5fvK (3.11g, 57.6niinol) , ^T-=Jy ■ ^m!^ (5. 
50 g. 57.6iiimol) St^N. N-xpf^/U^/PATS F 
(8 0nl) S:fflv\ 1 {C*Uv::^&(cJ|ll;-CRm 

N- (T $y-f SZ-Xf-yW) -5, 
6. 7. 8-Th7t h-D-ll-:?DD-4H-rVi^ 
yC3, 2, 1-h i MyK-yU-2-*yi'*'^-!f5 
K • > ^'>x;u*yKiai.07gf#/::. 2 6 3~2 
6 4*C (★aiX'f yroe;i'T/l'3-;K0S-^^J: •) 
Bfe^ ) 

[00 79] |IMffy24 

N- (TSy-f Sy.pff-yl') -5. 6-i^'hFo-ll- 

^nD-4H-ryvy C3, 2. i-hiM^H- 



lfl:4il 



a 




•MeSO^ 



(a) Xf-/U5. 6-i^'hKo-ll-:?'QD-4H-T 
VxyC3, 2. 1-h i ] >fyK-/l/-2-;*;l^d<^ 

xf-;U5. 6. 7. 8-rh7t Ho-ll-^'Dn-8 
-hHD^v— 4H-rVvy C3. 2, 1-hiM 
yK-/l--2-;^;P;K^v-5-h (0.70g. l.Zlwso 
1) . h 'J xf-yl^r 5 y (0.61g. e.OOnaol) at/rh 
9t Ho7 5y ( 3 Oil) <0S-&%i&-2 OrSTJ^ffl 
(j«ttT) Lr*^<o, isAt^9yxiV:i-^-)V (0.31g. 
2.73biii»1) ^jgTL/c, iTFI^Tf^, SJc5fiS5:Mia^ 

ffiS:Sfl:ry*XT>A*}§?8[<<Jtav^t'*»A>»i!x-?-;l. 

ftt* (2(Hi) ^i^il^s■^K*«:^^U'^A*?f?g 

Vh7"77-f- (ifKx^;U/n-'s4r-ify=2/9 8 
■CItttJ ) T'SS-ri. ^ i: i 0 . x-f;!. 5 . 6 - i^'h H 
n-ll-^'QO-4H-TVi^y C3. 2. 1-hi] 
'f>F-;l/-2-X?;l'iK^i'7-F0.63g^)t. iJl^. 
8 9-9 0°C (^ vrot/wr/Un-^l-JrOS^fa) . 
iHnmr (CDC I3 ) 5 : 1.3 --1.6(4H,m) . 2.0 
~2.4(3H,iii) . 4.38(2H,dd,J=7.26, 14.19Hz) . 4.6 - 
5.0(2H.ii) , 5.68-5.78(lH.ni), 6.T7(lH.d.J=11.21H 
z), 6.93(lH,d,J=7.91Hz) , 7.07(lH.d.J=7.91Hz) . 7. 
35(lH,s). 

(b) N- (rsy-^ sy^^;!/) -5. 6-vt kd 

-ll-^'OD-4H-TVi'y C3. 2, l-hiD>f 

Xf-;P5. 6->''hHo-ll-^'na-4H-ry>'y 
C3, 2, 1-h i My^'--'^-2-X?/^:K^i^7- 
^ (o.60g. 2.0711UB01) , :^^';•>Ay (2.24 

g, 41.4Bmol) , :/Txyy -tgHig (3.96g. 41.4iiun 
ol) atfN, li-'J)i^)VititVAT^ Y (7 0nl) 

- (ray'f 5y.^f-;u) -5. 6->''hHo-ii-^' 

DO-4H-Tyi^y C3. 2. l-hiD 'fyH-yl' 

-2-;&;u-K^l?-S K • .j{:J'v;^;i'*>'i«g^0.72gf# 
?t. it* 2 3 1-23 2-C {^d(Xf-i VTuM/VTlV 

[0080] m!m<n>)m:mtx^^m^K la 

TtOTrniiifia!25-32<7Ht^^-&jacL^. 
Ili&042 5 



(4 5) 
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N- (r$y>r ^y^f-yP) -5. 6. 7. S-r-hy 

t Fn- 1 0-7;P:tn- l l -;^^;l-8-^^y- 
4H-ry^'yC3. 2. 1 i : >f >F-/^-2- 



Me 




-MeSQsH 



277-278r (^W) ( ;^</'>f V To tV^T/Un- 
N- (r^y>f ^ y^f^/t') - 5. 6, 7. 8— fh^ 
t KQ- 1 1 -y ■^yu-8-^^y-4 H-rv^y 

C3. 2. 1 -h i J >f >'F-/U-2-;i?;P7t^^^t5 F 
[it4 3] 



Me 




Hit?. 283-284-C (y^/>{vru\^}\^T)lo- 

[008 1] m^m27 

N- (r$y-r s/p^^;!/) -5. 6. 7. s-tF^ 

tFo-10. 1 l->^'7;U^n-8-^^y-4H- 
rr>'yC3. 2, 1-h i M>'F-;U-2-^;l/7K 

[^44] 



F 




• MeSQsH 



mm2s 

N- (r$y>f $yyf-;u) -5. 6. 7. 8-TF7 

fc Fn - 1 1 - 7/U;tn-8-;t^y-4H-ryi^y 
C3. 2. 1 -h i : >f y F-;L'-2-;i?/U.-K^^f ^ F 
• y ^yx;u,t^yg^ 
[^t4 5] 



F 




WU5 244-246-C (*j;OlfgB°B) 
^iftW2 9 

N- (r^y>f ^yyf-;u) -5. 6, 7. s-tF^ 

t Fn-l 0-;7nn-l 1 ~y f-;U-8-:t^y-4 
H-ry'xyC3. 2. 1 -h i M >F~/i—2-X7 



Me 




•MeSOgH 



Sl^i 30rc (*)B) (TK/^vrofc'yur/Un-yUdO 
USS^SO 

N- (ray-f ayy^yu) -5. 6, 1, s-r-Vy 

hFn-9. 1 1 ->-'yf-yu-8-:t^y-4H-ry 
xy[3. 2. 1-h i ] >f yF-;^-2-;!7;l/7f:^1^ 

a F • y^vxyuT^ygyg 

[^t4 7] 



Me 




mMm 1 

N- {T^y-^ ^y^^)i') -5. 6. 7. 8-XF7 
tFn-10. 1 1 -s/^nc7-8-?r^y-4H-r 
^/>^yC3. 2. 1 -h i ] y F-;u-2-:^;U;K^ 
-t^ F • y ^yx;u;^yK^ 




S^?§J«J:OSiSB^B) 
[0082] 111*^32 



(46) 



N- (rsy^f -5, 6, 7. 8— fh7 

tHn-1 1-:?DD-1 0-;<h^x-8-^^V- 
4H-ryv>'C3. 2. l-hiM>'h'-/l'-2- 



a 




ti- (7^/^ ^yjCf-JU) -5. 6. 7. 8— fh7 
t h'D-1 l-^'Dn-8-t h'Ddfx-4H-rVv- 
/C3, 2, l-hiWy 2 5 

lit5 0] 



CI 




•MeSOgH 



Ilit0i23 (a) tCt5V%-C^A>ityix-f-;P5. 6. 7. 8 
— fh7tHo-l l-i'Qa-8-t Ko:^fi^-4H 

-rvvycs. 2. 1-h i D '^y^*-;^-2-;i?;^ 
N- (r5y-<5y-»<^;i') -5, 6. 7. 8- 
■fhybHD-l l-:;'no-8-hKD^>'-4H- 

rvi^ycs, 2, 1 -h i M>'^'-/^-2-X7;^;K 

=SE-9-i H • ^:5'y^;i^*>-i!lS$rt#/c. SI'S 238-239 
[0 0 83] ^W34 

N- (rSZ-f 5y;^f-;U) -4. 5, 7. 8-rh7 
tHQ-l l-^^;l'-8-3j-^y-tna C3, 2. 
1-k 1 Ce] Cl. 4] ^^-^■9-Vi'>'-2- 

[^5 1] 



Me 




■MeSO^H 



a) xf-;K 2-'<.>i/VU^=^>'Xh^>') r-fer-h 
Xf-Uy^^iJ n-zut yOy/UX-T/U ( 3 6ml , 25 



2iuBol) . 6 0%^miti-h'J'^J^ (ll.Og, 275mo1) 

ar/N, N-x^f-zu^/ui^rs k (3oo«i) cos-^ 
5rSia{cT1.5i^iajt#L/i. rn^pKxf-;W 
(34«1, 302mo1)<ON, N-i/^f•/^*y^A75 K 

( 5 0.1) ?§?sts-Jifa@SfS4'tjrrL. s t>{css{c 

y=9 : QSTiSaj) •CttS-fSClttlJ:'), x^/P 
(2-'<yv;t':t='E-i^XhdE->') T-t-f-h 2:18.5gt# 

iHnmr (CDCla)^ ; 1.20 (3H. t, J=6.9Hz). 1.96 (2H. 
s), 3.62 (2H. t, J=4.0Hz). 3.69 (2H. t. J=A.Oa 
z). 4.13 (2H. q. J=6.9Hz), 4.50 {2H, s). 7.19-7.2 
8 (5H. m). 

b) x^/U (2-hKD^xXhdfx) 7-tT-hcr>^ 
& 

xf-;K2-'<.yi'VP5r^v-xHJfS/-) T-br-N (0. 
50g. l.SSmol) , 1 0%>'^•7v''':7A-M^ (0.05g) 

m/^ii^y-ju (1 omi ) cozi-^i^Sraatc-c, 

-fSClttcJ:*), xf-;K2-t h'odfi/xbdfj/) T 

iHnmr (CDCla)^ : 1.30 (3H, t. J=7.3Hz). 2.79 (IH, 
br-s), 3.67—3.90 (4H. n). 4.12-4.28 (4H. m). 
c ) x-?-;W C 2 - ( h/l-xy- 4 -;^;l'*x;W:t^v) 

xf-;K2-th'a4ri'Xh^i^) T-tr-h (0.50 
S. 3.37mmol) , hiJxf-;l/TSy (l.Aal) Rt/i&it 
^f-uy ( 8ml) Oil-^Sr*?^Ttw-CiSt*Lfc. 
p- h;l'XyA;W*r.;|^^'D7'f F (0.%g. 5.06inii» 

I) icSf^-r^Mtxtf>h. $'9ic*j^TKT3i^igjg 

^;!^: n-^^Vy=l : ST^til) S ^ 1 

i *) . x-f;!^ C 2 - ( h;i/xy- 4 -;:?.;W*:i;U;t^ 

s/) xFdE->D r-fe-f-h 5:0. 56 gff^:. mmm 

'Hnmr (CDCls)^ ; 1.27 (3H, t, J=7.3Hz), 2.45 (3H. 
s), 3.78 (2H, t. J=4.6Hz). 4.06 (2H, s). 4.16— 
4.24 (5H, m). 7.35 (2H. d. J=8.6Hz). 7.81(2H. d. 
J=8.6Hz). 

d) Xf-;H- C2-X.h^i^/})i'^^-lU;<h^>') X 
-4-^-f;i'-lH-^yH-;u-2-;&;u-i^^ 

x-?-;P 4 - ;< 1 H - y F -yP- 2 - ;!&;l';Kdf 
(2.50g. 12.3iiDnol) 6 0 %?|c3Bfl:^ F 'J A 



(47) 



^BB^ 10-237073 



(0.50g. 12.5mfflol) at^N. N-^'^f-yl/rit/PAT 5 
H ( 4 5inl ) ^m^^m^l^Z. Sigt::Txf-/P C 2 - ( h 
/^xy-4-;^/^:^-/^^^v) xh^v] r-^^-h 

(3.90g. 12.9mnioI) CON. N ->'';^^/^7^/^Ar 5 H 
{ 10»1) ?SSrSTL. $otc^iaicT7^raJ«f#L 

SJC?g^ 1 o%igft:^h ';'>A7jQ§?a[*(ci±s\ » 

hVyy^- (e^gxf-/l. : n-^^^y=2 : 

rSK-r^ChtcJ;0. xf-;n - C (2-xh 
^v;!7/U7t<x/U^ h^ri/) Xf-/U] -4 1 H 

-^y H-/P-2-;:7/W.-tf^i/^-h$rl.86gf#7^s:o m 

^Hnmr (CDCI3) <^ : 1.23 (3H. t. J-7.3Hz). 1.42 (3H. 
t. J=7.3Hz). 2.55(3H. s). 3.91 (2H. t. J=5.9H 
z). 3.98 (2H. s). 4.16 (2H. q. J=7.3Hz). 4.37 (2 
H. q. J=7.3Hz) 4.78 (2H. t. J = 5.9Hz). 6.94 (IH. 
d. J=6.9Hz), 7.24 (IH. dd, J=6.9. 6.9Hz). 7.35 
(IH. s). 7.36 (IH. d. J=6.9Hz), 

e) Jii-JlA-^^Jl-l C (2-:^^Ut:^iy?(h^ 
iy) x^;U] - 1 H-^ y}^-)\^-2-^J\^t:^iyy- 

Xf^/H- C2- (Xh^i/^;l^.-Kx/U;^ h^rx) Xf> 
yl^] -4-;^^/U- 1 H-^ y}^—Jl-2-:^Jl&^^i^ 
y-h (1.49g. 4.47iu»l) ( 1 5inl) l^zmmi 

T*^^3 0%?«B! (7.5ml) $:tnt, 7 0'CtI-C4^fSl 

0. xf-;i'4-><f-;l'- 1 - C ( 2-;j7;U.1f^>-;< 
i^) x-f/i/] -1 H->f yK-/^-2-;^?;^;^^^v'^- 
^^l.37g^§/'c, 

iHnnr (CDCI3) (5 ; 1.42 (3H. t. J=7.3Hz). 2.56 (3H. 

s). 3.95 (IH, t, J=5.6Hz). 4.00 (2H. s) , 4.38 (2 
H. q. J=7.3Hz). 4.82 (2H. t. J = 5.6Hz) 6.94-6.97 

(IH. ■). 7.25 (IH. d. J=8.6Hz), 7.28 (IH. dd. J 
=8.6, 8.6Hz),7.38 (IH. s) , 

f) Xf-;U4. 5. 7, S-f-h^t Fn- 1 1 -Tff- 
;u-8-;t^y-trnD C3. 2. l-kl3^>y 

Ce] CI. 4: :^^^Yiyy-2-/}Jl^t:^i^y-h 

X^;U4-^f-/U- 1 - C ( 2-/jflt^^i^;< h^^-) 
X^;UD -lH--{ y]<-JU-2~/I/l^rn^^^y-h 
{0A0s, 0.33minol) r P P E (polyphosphateester : 
5 iStitZ. 0 ^ ^ i/x^;ux- f /Ui: 0 IBS L ) 1 ml 4^ 

^rarv-'xf-yux-x/UT'fflilL. tt*?g^iafO^{t^ 



y=l : 5-C1Sffi) X'mm't6iti,zJ:0. X^/I.-4. 
5. 7. KD- 1 1 -^f-;^-8~;t^y 

-fc:nnC3. 2. l-kH^y^/Ce] [1. 4] 
>r^V-Yi^y-2~;^Ji^7t<^i^y-h^0M7smz. 
'^Hnmr (CDCla)^ : 1.3 (3H. t. J=6.9Hz). 2.60 (3H. 
s). 4.14 (2H. br-s).4.35-4.43 (4H.ie). 4.72 (2H. br 
-s). 7.02 (IH, dd. J=0.7. 7,3Hz). 7,43 (IH. s). 
7.49 (IH. d. J-7.3HZ). 

g) N- {T^y>( ^y?(^Jl) -4. 5. 7. s-f- 
h^t h'o-1 l-p<f';U-8-:t^y-t'no Cb. 
2 . 1 - k n C e ] CI. 4 ] yt^^'/i^y- 

2-:^Jl^7n^V-^ h' • y9yx;l7t'.ym(^^& 
Xf-/U4. 5. 7. 8-f-h^t Fn- 1 1 -^-f-zW- 
8-^^y-b'oo C 3. 2, 1-kn^yrCe] 
CI. 4] :t^-»fy^>'y-2-X?>'Wrf::^i^7-F (0.03 
6g. 0.125rnmol) . -^FU'^zA^ h^vF (0.068g. 
1.25in]Dol) , ^TXx'y^K^ (0.119 g. 1.25m»o1) 
RX/N. N-£^';<-f-;U:^;UAr^ F (5oil) mt 

- (T^y-r ^y^^;u) -4. 5. 7. 8-xF^t 

Fn-l I -;^^;U-8-:t^y-b'nn C3. 2. 1 
-kn^O^/Ce] C I. 4] :t^'*fyi^y-2->;? 
/Urt-^^-t^ F • ;<i^yX;U7fiym^t(^M6gnfz. 
SI'S 308 -310^ (^») (*^t>M yrayNV-;Uc7) 

[0 084] mMm3 5 

N- {T^y^ ^y^^Jl) -5. 6. 7, S-xF^ 
bFo-l 1 -^nn-8-^ F^ix-4H-rv'>'y 
C3. 2, 1-h n >{ yF-;U-2-;!7;l'.tr^r^aF 

[^1:5 2] 




(a)Xf-;U5. 6. 7. 8-x F^b Fn- 1 1 
Dn-8-> F^>'-4H-ryi^y C3. 2. 1-h 

i] ^ yV-JU~2~f7Jl^:r^^>^y-hcr)^& 
miiM23 ( a) (Ci^V^Tf#oii;^cX^;I/5 . 6. 7. 
8-f-F^bFa-l I -:^Dn-8-b Fn^v-4 
H-ry^yC3. 2, 1 -h i M>'F-;U-2-;^ 
;U.1<^i^T-F (1.90g. 6.17m»ol) ^ O'O.Z^^mLfz 

y-)V ( 1 9m) s.t>WuK (i.89g) coii-^* 
tijD;c?t:. RJC«[S'4 0-C^t'#?SL, S^^cmfa* 
ft^L/-^, 5iE?S^7M<+(Czi^\ ftKx^/UT-ttffi ( 2 
0) fliai?S$:5%^{|:'t'F'J^A7Kv§?«tlE3fe?* (2 
0) Lr75>io»l*RS!-7;^^^S/'>A-C'tettL:^s:. WSk^ 
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^vVK- (»Kx-?-;P/n -^^-^-y =l/99-Ci§aj) 
■C'^S1-|.C:i:tJ:0, 6. 7, 8-rl>7 

C3. 2. 1-h i D y^'-/^-2-;Jy^;K=^E•i^5- 
hS:l.%g^l^c, 

»Hniir (CDCls)^ : 1.1—1.7 (2H. m). 1.42 (3H, t. J 
=7.26Hz), 1.7~2.4 (4H. m). 3.38 (3H. br-s). 4.37 
(2H. dd. J=7.26. 14.19Hz). 4.65 (0.3H. br-s). 5. 
35^.50 (IH. m). 7.10 (IH, d, J=7.59Hz). 7.20 (1 
H. br-s). 7.39(1H. s). 

(b) N- (rsy^ Sy^f-/W) -5. 6. 7. 8- 
rh7hKD-l l-^DD-8-^h^>— 4H-r 
yi^/C3, 2, 1-h 1 D >f yh'-yU-2-;!>;U;K^ 

Xf-/U5, 6, 7, 8—fh7tKo-ll-^'DD- 
8-;< h^i^-4H-Tyi/y C3. 2. l-hlD^ 
yh'-;U-2-;<7;P.1^^£/7-h (1.%S, e.lOnmo 
1) , -^^'J'^7ix.Xh^fy^' (3.30g. 61.0iniDol) . ^ 

T-WW^ (5.83g, ei.Onimol) N-i^';< 
f-;l.';it;UAT5 h' ( 3 Qui ) SrfflV^Hiffi^l t^L3t:tr 

y.><^;U)-5. 6. 7. 8-"fh9bFo-ll-i? 

oo-8-^h^y-4H-TV'i^>' C3, 2, 1-h 

lSiSSrl.99gf§yS. fflL* 133-134*0 (*&t^'f VT 

[0085] %im3 50^ratJ^tT^Sr1t^:V\ 
WTC^tllS££?iJ3 60^t^i|^$:^^t/v:. 
IIMWI3 6 

N- (T^y-f 5y;<f-;U) -5, 6, 7, 8—fb7 
h Fo- 1 1 -^'no-8-xh:ifv-4H-Tyvy 
C3. 2. 1-h 1 D 'f>'H-;l^-2-X^;W;J<^-9-S H 

Cfl:5 3l 



CI 




•MeSOsH 



Si,* I9a-I9rc (7^v:/i'L2|s-(fc^{irh5tHo7 

N- (rsy-f 5y.Xf-yU) -5, 6, 7. 8-Th7 
tHD-1 l-i^DQ-lO-tHn^rv-S-^r^y 

-Aw-rvi/j 2. i-h 1 ] yH-;i'-2 

l<k5 4 3 



a 




•MeSOaH 



a) xf-yn- (4-x^dfi^*yi^;K-;i/yf-;U) -4 
oa- 5 -.X h ^ i^- 1 H -'f y K-zl— 2 

Xf-;U4 - ou - 5 h^i^- 1 H - y 
2-;>&;l'.-K^>'9-h (10.13g. 39.9iib»1) . 6 0% 
^Wk.-fV^)^h. (1.60g. 39.9M101) , S-^D^^ 
mKxf-;U (12.52g, 59.9iiimol) RI^N. N f- 
;P*;PAr5 K (200inl) 2:fflv%. ##W6 (a) tcip 

(4-xh4rv;<7/i'^-;wy^;i') -4-:;'dd-5- 
;< h^fi^- IH-'f y F-;^-2-;<?;^.■K^v■7-^S• 
13.98 g#7t:. 6 1 ~ 6 2-C ( 'f y ro fcr;PT 
/i^n-yt-iOSMfa) 

b) xf-;H- (4-7>;L';K^xyf-yU) -4-^po 
-5-yh^e^-lH-^y 2 

xf-;l^ 1 - ( 4 -x h df i/ij)Vif^:z.i\,-/^)\, ) 
Do-S-^h^v— 1 H->f yh'-;u-2-;*;l';K^ 
'yy-Y (13.50g. 35.4«ihio1) . 3 0 ( 150ml ) 
at^S (300ml) ^WiW ##016 (b) tCS^L^t* 
&{=S^l:T^^rfi^=Sr3;i:CJ:'5, x^;H- (4- 
;&;W;jC^v7"f-yW) -4-i'oo-5-^h^i^-lH 
->f y H-;P- 2 -ij)Vifsiiyv-V $rl2.7g#^:. H 
^ 124M251C (T-feh^hU/l/iOIIISa) 

c) x^;U5. 6, 7. 8-Th7tHD-ll-^'Q 

C3. 2. 1-h 1 D '^y^'-^^-2-;>&;^-■^<#x7- 
^<o-g■^ 

Xf-;H- (4-;<?;t^;K^->7'f-;U)'-4-:J'oo-5 
h^v'-l H-'f y H-;i/-2-;*;l';J<^i^7-b 
(12.70g. 35.7Bnol) , ^MCZJiV (200g) , StJf 
85%0^iS (160g) S:fflV\ ##0I|6 ( c ) C^tL 
fzimzm trS^E^tT^ ^ ^ i; J: 0 , x^;l^ i - 
5. 6, 7, 8-Th7fcHn-ll-^'on-10- 
.>{hdri/-8-^dfy-4H-rVi^/ C3. 2, 1- 
h i D yK-yU-2-;^/U;J<^>'7-h$-9.68gt# 

j^c . st^ 101-102X: ( 'f V ro ynvnv 3 -^i^ j: o 
wiss) 

d) Xf-;l/5, 6. 7. 8— fh7hKD-l l-:?o 

p-1 0-t Hndfx-8-^dfy-4H-ry>'y 

C3. 2, l-h n yH-;l'-2-;{^yU:4<^v7- 
xf-yl'S. 6, 7. 8-f-h7bKn-ll -^'nn- 

1 o--?<h^i^-8-3f^y-4H-ryi^y (3. 
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2. l-hi: ^y\^-/l-2-:^)Ut:^i^y-h {A. 
OOg. ll.Smiiol) cr)i^^aa^^y ( 8 Oml ) ?S?5^- 

7 S'CftZ<^miXt'^E.Uimom (3-26g. IB.Oimo 

^}fjY}Vtiv2^9u-7V7vy { KKxf-zU'/ n - 
^^^fy = l/9i:iSai) t'SK-ri>^htcj:0. xf-yU 

5. 6. 7. h'a-1 l-:7no-l 0- 
hFn^i/-8-^^y-4H-rrf^y C3. 2. 1 
-hi] y F~/^-2-;^7/^4^^i^^~^$:0.99g^f 

iHnmr (CDCI3) (5" : 1.40—1.45 (3H. m). 1.76-1.85 (2 
H. m), 2.05—2.08 (2H. m). 2.79-2.84 (2H. m) , 4.3 
9 (2H. dd. J=7.26, 14.19Hz). 4.51 (2H. br-s) , 5.5 

8 (IH. br-s). 7.07 (IH. s) . 7.30 (IH. s) . 

e) xf-;l/5, 6, 7. S-x b^b Kn- 1 1 -^o 

rri/yC3. 2. 1-h i MyK-yU-2-;^;U1^' 
x^;U5, 6. 7. 8-xh^tKn-l 

1 0-t Ko^i>-8-^^y-4H-ry>-y C3. 

2. l-h i ] >f>'F~;l^-2-:?;7;U7K^>^^-h (0. 
95g. 2.93inn»l) . ^ on^ f-;Ux-r;U (0.35g. 4. 
40ininol) . (1.22g, S.SOmmol) ^t/N. 

N-S/^f-zl/Tnyl^jUr^ K ( 2 5ml) cO^g^^rEiStl 

r mrsiSiJ^t/::. ^j#B3$:ip*l, r{s^**+tca 

g^Kxf-;UT'ttffi (20) L. 

)Viiyh.9u-7V^yy (i^Kx^/l^/n -^^^f 
y -2/98T1f ) Xm-ri. <I ^ i: O , x^;U 5 , 

6. 7. 8-xh^tHn-l l-^on-10->h 
^f^;^^;l<^^^v--8-:t^y-4H-T^/i^y C3, 
2, 1 -h i MyH-/P-2-;i?;^.t:^v^-h^0. 
51g?#;^^. 

iHnir (CDCI3) ^ : 1.40-1.45 (3H. m) . 1.7—1.8 (2H. 

m), 1.9-2.1 (2H. ■). 2.80—2.85 (2H. m) . 3.57 (3 
H, s). 4.35-4.43 (2H. m) . 5.23 (2H, s), 7.24 (IH. 

s), 7.39 (IH, s). 

f ) N- (r^y-f ay>f^;u) - 5. 6, 7. 8-r 

h^t Ho- 1 1 -9uu~ 1 0-t Ho^i/'-8-:t 

^y-4H-ryi^y C3. 2, i-hi]-fyF-;u 

xf-/U5, 6. 7. 8-T-h^t Kd- 1 1 -^oo- 
1 0-y h^^;^f-/U;t^i^-8-^:iry-4H-rr 
i^y:3, 2. 1 i M >H-/l^-2-7!;/U.t^^5^ 
^-h (0.50g, 1.36MOI) , ^rxi/y • (2. 



60g. 27.2BBOI) . -t-h'j^A^ N^i/K (1.47g. 2 
7.2iaflK)l ) ^L-^'N. N- v';^^;U;^/UAr ^ H ( 5 On 

ffiN- (r$y>f ^y^^/u) - 5. 

6. 7. 8-7"h^b Kn-1 1 -^nn- 1 0-y h 

^ri^p<f-/u^^x-8-^^y-4H-ry>^y C3. 

2. 1 -h i 2-;!?/P^^^f 5 K5:t# 

z::, i^tic^om^fti?:^ yrntvpr;U3-;u (70 
il) * (2 Oml) mf^9yx}Vir^y'^ (0.50g) coig 
'^?S+ClSD;t'C?!?^^6 5-7 0''CtcT6^«f#L/'v:. 

Tl*ai (3 0) ftai^g&$&«^<L:^h'J^A7)<T'^ 

'^\^fz\k. wmM^y^-i^^i^^X'^'^y^fz. mmAis. 

K^i:LX%hiltz^m:'f Vv^z Yuyv y {7 0m 

1) i,zmmtx^-^:^ipyxji't^ym {o.2bs) 
mti^bfzmi^^rmLfz. ::^o*faiia*5:-f yro 

tVUry^n-yU ( 1 ml) ( 2 Oml ) <7)ig-^at:;^)^i^ 

5, 6. 7, 8-xh^tKD- 1 l-:7nn-l 0- 
hKn^>'-8-:t^y-4H-rVi^y C3. 2. 1 

-h n y F-/u-2-^;U;K^-*f^ F • y^yxyu 

7^yS^^0.25gft/'s:. SL-S 263-264"C (ii^S) 
[0086] MS1^I38 

N- (T^y-f ^yp<f-;u) -5. e, 7. s-xb^ 
tHD-6. 1 1 -5/;^^;l/-8-:t^y-4H-t''n 
n C 3 . 2 . 1 - k 1 D C e : Cl . 4 ] 'JTY 

^ y - 2 - ^yyi/.^f^-t 5 F ■ 2 ^ y yKJS<7)'& 

[^1:5 5] 



Me 




• 2MeS03H 



Me 

a) 2-tert-7'h^i^;?;^;U.Kx;ur^yx:^y-;PiO 

2-r^yx^y-;U (6.72g. llOmfflol ) cOS^'^^aa 
;^^y (100ml) ?S?S4'tC. IL9tWt'J-tert-r^)\^ (2 
O.Og. 91.6mmol) ^Sn;c. MiStlZX I mfSmmk . Z 
iOSJgtcT I 2^faScaL7'v:. ^JJ??g5:>^'x^;ux-f- 
/U (200al ) T#f?LT*>f^ . teWiSKTK*'^ h U '^A 

,t:x/ur^ yxrj^y-./^^ii.og^^/'^. 

^Hnmr (CDCl3)(5' : 1.45 (9H. s) . 2.99 (IH. br-s), 3. 
28 (2H. dt. J=5.3Hz. 5.3Hz). 3.68 (2H, dt, J=4.6 



(50) 
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Hz, 5.OH2), 5.10 (IH. br-s). 

b ) 2 -tert- 7" h ^ 'yij)Vif^-lVr 5 >'Xf-/l'4 - h 

2-tert-7'h^xj*/U;K-yt'TSyx^y-/l^ (32.7 
g, 203iEiiiol) , h;Uxf-/UrS> (3 4 ml) , ta-ftp 
-h/l/Xyx/U^yK (38.7g, 20300101) . 
f-yursyt'jj^'y (O.lOg) St^v^'aD^^y (50 
Omi) <^S-^$:0X:i=T4mfSJS#L^. KiSffiS-* 

V i - (ifi!X^;l./n-^dr-9->=l/5-C'^ffi) t-© 
M-fSCttCiO, 2-tert-7'h^>';5/P--J<^/l/T$ 
y Xf-/U - 4 - h /I'X y;^/!/*-^- h 48 . 2 g 

iHnmr (CDCI3) 5 ; 1.41 (9H. s), 2.44 (3H, s), 3.38 
{2H. dt. J=5.6Hz, 5.6Hz), 4.07 (2H. t. J=5.3Hz), 
4.87 (IH. br-s), 7.35 (2H, dd, J=0.7H2,8.6Hz). 
7.78 (2H, ddd, J=2.0Hz, 2.0Hz, 8.3Hz). 
c ) Xf-;H - ( 2-tert-rh^i^;&;P.-K-;Ur5y 

xf-/U4 1 H —fy 2 -7>;u;)<df y 
7-h (42.9g, 211iiimol) , 6 0 %*^it::^ h U A 
(9.29g, 232iiimol) N-i^'^f-yl/T^/UATS 

b' (300ml) <oa^s-safc-cmsjs#L-c*»'?>. 

2 -tert-T'h^i'Tl^/l/^-yl'r 5 yxf-yU4 - h^UX 

y;?,;^7^-^-h (86. 6g. 275iiui»i) con. N-i/'^f- 
;l^;};;l^i.rS K (200id1 ) ^?g€:?®TL, W&AZX^^ 

(20) mMi^x's.^-fv^i^j^^mmxm 

y-i - (iHgx-?^;l./n-^dfHfy=3/97-C'^aj) 
S-ri>C:t«=J:'5. x^yu-l- (2-tert-7'h^j/ 
;^;U;Kc:;Ur5yx^yU) - 4 ■f/L'- 1 H y H 
-tV-2-fi1\^if^^^yy-Y^'2AAz'^t^.mA 93 
- 9 4 *C ( y r D e;I^T;l'3-;t/<fc "5 |f^#B ) 
ci)x^yH-C2 - (4-y^/^7x-;^x;^*::^ 

tv) rsyxf-yi'D -4-y^7U-iH-'fyH-;w- 
2-;^yU;Kdf>'7-hO^^ 

xf-;H- ( 2-tert-yh^i^;?:7;^,■K:ly^r^yxf- 
;^) -4-yf-;u- 1 H-'f yH-;U-2-:*;L'd-:^i' 
7-h (27.2g. 78.5aiK)l) , h U 7;U7j-DpK ( 7 5 
ml) ai/v-'^'oo.X^'y (250al) (^S-^iBiS: OrCT 

SBSX^/UT-atil (20) Uc. }lbai?S5:5%lg-fl: 

x^^^tz. mk%im.^iiVx^t^f\.iimk^')'y 

V (ISOnil) tC^igL, SrtJ^aiLit. C^^+t 



igftp-h/l'X>^;l'*ye (22.4g. llSwiol) ^'if 
iitiai ( 20 ) ftiUtSS: 1 Njgit. fi^^lNcjlH- h 

Ltz. mmimmM-^^^y^j^x^LXii-^ti. 

Tmt:W£.^^LX%t>1xfi]m^y'}iiy>i^ii7J^'P 
ar?vyyy ^- { »i?x^yl./ n -^s^f IT >=l/9-C- 

x-nmh^tt.zi.^ . x^;n- C2- (4- 
^i'i-ivy 3.-ivxii't^-)V) r^yxf-/!^) -4-yf- 

/P- 1 H->f y K-yl— 2 h2:27.6g 

fti^c . 9 2 - 9 3 x; ( 'f y r o tr/t-r/pa-/!/ 

ctOS^B^a) 

e ) X-f/P 1-C2-CN-Xhdf 

-N- (4-^f-;U7x-/U;^/u*-;W) D rsyxf- 
/UD -4-yf-/l/-lH-'f>'H-/U-2-;*;l'/-K^i^ 

xf-yp 1 - C 2 - ( 4 -pCf-yL-y x-yU^yP*:::.;!^) r 

jVif^^yy-V (27.6g. 69.0mmol) . 60%*S-f[::>- 
hy'>A(2.76g, 69.0ninol) at/^N. N-xyf-;l':^ 
)V2xT^ Y (500ml) <0jI^!|US:SfflfcT2I^I^tft 
T*»4)yo^Si!xf-;l^ (13.8g, 82.8mmol) ^tl\t. 

%h<,zmsyi.zx2^Wimnuz. s;c?g$r**4'ica 

#\ SSx^yW-caai (20) L. }*^li^g$•5%JS^t:^ 

ikLtz. mm^^^Lx%t:,t\fznmiy'}:fiy)v 
5) xmmh^t^zx'o . x^yn- (2- cn-x 

h^i^;^;l'-K-;Up<f-;P-N- (4-.xf-;i/7x-;u;^ 

yl-i^-yL-) D rsyx^;l/D -4-y^;I/-lH-'fy 
h'-;t/-2-;<7;l'jK^>-7-hS:27.5gtl;^^, KL^^ 10 
2~103'C ( y rn hvUTyun J: 0 S^h^b ) 
f ) xf-;H- C2 - CN-;i&;U;J?^v'^f-;U-N- 
(4-;<^/^7x.=.;^;?.;^*.=.;^) ) r5yx-?-;uD - 

Xf-;H- C2 - CN-xhdf^-;;^;U^:-;M-?-;l/-N 
- (4-^f-;I^7xXyl^^;l^*-;l') ) T^yx^/U) 

-4-yf-/u- 1 H-'f y H-;^-2-/^y^-i<^i^7- 
^ (0.65g, 1.34nmol) , 3 0%1SK ( 7b1 ) Sl/I^K 
(1 5al) $rfflV%, ##01J6 (b) tCSUc:^ffi{CJS t 
■caeSrtT^r^ClttcJ:^. xf-;H - C2- CN-;{? 
yi'-K^x^f-yi'-N- (4-yf-;uyx-;ux;i'*- 
yp) D rsyx-^yp-D -4-->'f-;i'-l H— 
-2-;;?;U;K^y7-h$-0.55gf|yt. 1814 121M22 

•c (r-feh-hyyi-jiOSMa) 

g)xf-;P5. 6. 7. 8-irh7bHn-ll-^f- 
;P-6- (4-^f-yL'7x-/l'X;W*x;k) -S-jJ-^ 
y-4H-tDnC3. 2, l-knO'yCe) 



(5 1) 



LH-^y K~/U-2-;^;U.-f^x7-K (2.60 
g. 5.67iamol) . £K^^:ZO^ (150g) Rr/S5%0 
^R (125g ) ##f?i|6 ( c ) lz^.Lfzyimi,z 

mtX KSb^'iiK: 0 Z tiZ^. 6, 7. 8- 

/l^;?./I/7^ji;^) -8-^^y-4H-fnn C3. 2. 
1 - k I ] '^y^/ C e D CI. 4 ] vrVi^y- 2 -ii 
/l-rn^v-^-hSrLSBgff/::, Sl^L 177-178^ (^ 

h)x^;U5. 6. 7. l-;<f- 

yU-8-^^y-4H-b'nn C 3 . 2. l-kl]^ 
yy^Ce] Cl. 4] xrri^y-2-;!7;^7ji::^rx^- 
^<:0^fi^ 

JL^}V5, 6. 7, Fo- 1 1 -;<f-;l.- 

6- {A- jlZ:^)VX}V'^>^z,}V) -8-:t^y- 
4H-eDDC3, 2. l-kO'^yyCeD Cl. 
4] yryi^y-2-;!?/^.1f^i/^~h (0.50g. 1.14 
mmol ) . h 'j 7;W^nitS! ( 1 Sml ) , f-:tr-y-;U 
( 2il) &t/>:5^y::^;U:^yB! (0.60g) 

v^r;:?*^^6^Kxf-;i.Tlfti±J (20) L, tta?S^5%^ 
tYjvt'yi^^u^vyyy (g^Kx^yi^/n-^ 

^'ty=3/7) T'^i^SS^-SdhCCi 0. xf-yU'5. 6. 
7. 8-7^h^b h'a-1 1 -;<f';U-8-^^y-4 
H-enDC3. 2. 1-kn^yyCe] Cl. 

4] i/ryi^y-2-^/w;]<^i/^-h^^#7t:, m^. 
139-140^ (-f yrotr;UT;un-/uj; OSSSb^h) 
i ) xf-;U5. 6, 7, 8-xh^bKn-6, 1 1- 
>'Vf';U-8-?f^y-4H-bnD C 3, 2. 1 -k 

iD^yyCe] Cl. 4] i^'ryv'y-2-X77i^.K^ 

x^;U5. 6. 7. S-f-b^b b'D- 1 1 
8-;t^y-4H-b-nn C 3. 2, l-klD^yy 
Ce] Cl. AM^rV'yy-2-fl)Vff^^'yv-V 
(1.37g. 4.7Snmiol) , J; ^ ^t^^/U ( 1. 02 g . 7.17nm 
ol) . jeRK;^«;^A (1.98g. 14.4auB0l) ^IXN. N- 

>'V^;^7^;^J^r $ f ( 4 om) 2 

(K»Xf-;(./n-A.ap-<fy = l/9) rWK-t^Ihtl 
J:^, xf-;l'5. 6. 7. 8~xF^bFD-6, 11 
^;u-8-^^y-4 H-bco c 3 , 2. i- 
k 1 ] ^yy Ce ] c 1 . 4 : 'jr^n^v-2-fi)V^^ 



^i^v-Y^\,7i%Wz.WL^. 107-108-c (>fyr 

i ) N- (T^y-f ^y;^"f-;U) - 5. 6, 7. 8-r 
F7bFn-6. 1 1 -£/>^;U-8-:t=^y-4H- 
bDnC3. 2. l-kl]^yyCe3 Cl. 4]v 
ryi^y-2-;!7/U;n^^^ F • 2;< ^ yx/U7f.yKtg 

x^;U5. 6. 7. 8-7^F^bFn-6. 11-^^ 
^/U-8-^^y-4H-bnn C3. 2. l-kl] 

'^yyce] Cl. AM^r-r'yy-2-niv^^^i^v 

-F (l.lOg, 3.66nimol) . ^rxy> • ^S^^ (6.99 
g. 73.3nmol) . &V I^y^Y^'^Y (3.%g. 73.3 
wol)a?/N. N-£/;^f-;U:^yWAra F (80il) ^ 

IIM^IiiciKLf.':^i£tc^^i:r^rff^5::^: 

CwJiO. N- {T^JA^/^^jV) -5. 6, 7. 8 
-7^F5bFo-6. 1 1 ->''^f-;P-8-;1-^y-4 
H-b-nDC3, 2. l-kl3^yyCe] Cl. 

4 3 >''ryi/y-2-;!7;U7n:3r^5 f • 2^^y7.}V^s 

yKa2:1.36g^^7^.% 281-282r (^WB) (* 

yrDbvuT/i^3-;ucoS^iiaj: OS^fe) 
[0087] IUa^J39 

N- (ray-^ ^y^^;u) -5. 6. 7. 8-xF^ 

bFa-1 1 -^f*;U-8-^^y-4H-bDO 
C 3 . 2 . 1 - k 1 3 <yy C e 3 C 1 . 4 ] 'JTVi^ 
y-2-fl)Vif>^^^^ F • 2^^yx;U4^yB!«(7)^^ 

[^1:5 6] 



Ma 




Il*jfei^l3 8 (g) Tlf ^ix/'wX^;U5. 6, 7. 8-7^ 
F^b FC7- 1 1 (4-^^/^7xX;U 
X;U7t:x;U) -8-^^y-4H-bon C 3. 2. 1 
-kiJ^yyCe] C 1 . 4] £/Tyi/y-2-;!7;u 
^:^5/7-F (0.80g. 1.82mfliol) . ^/TXi/y • 
^ (3.47g. 36.3ffliDol ) . -^FU^Ap< F^5/F (1.96 
g. 36.3«nfflol ) &{/N. N - i^V T ^ F ( 5 

oni) mmuzii^^^tz-nmzw.zxmi^'^ 

tcozt\z^^. N- (T^ y-f ^y^^;p) -5. 

6. 7. 8-xF^b Fa- 1 1 ->^/l'-6- (4- 

>f•;^7xx;^x/^7^x;^) -8-^^y-4H-tfn 

nC3. 2. l-kl3<yyCe] Cl. 4 3 v'ry 
Y-^Wz. ^d^\,ZZ(^\)L^^^V 

V yji'^amm ( 2 obi ) . ^^r-y-;u ( 3ii) & 

t/y^yx/uityg? (o.7g) co^^m^i^zUnl. miSi 

izxs^jsmm. -mkMiLfz. ^^m^<%r>^n 

r7k+(ci±^^t'*^^bftS!Xf-;UTl*aj (20) L, ttai 
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-;u=95/5-cisaj) t-ss-rscfctcio. n- (r$ 

y^f i/^f-yU) -5, 6, 7. 8-Th7tKP-l 
l-y^/U-8-7fdfy-4H-fcrDO C3. 2. 1- 
k I ] C e D Cl . 4 ] i^TYi^y- 2 -ijlVif- 

x^vx)Vis^yW. (0.63g) . yrnt/i^T/i'3-;i' 
( 5 0 Bl ) ^tt/* ( 1 Sml ) <os-^jKfc:T*iS-f s c: t 
(cio. N- (rsy-f sy^-f/u) -5. 6. 7. 8 

-f-h5hHo-l l-p<f-;W-8-3f^y-4H-tf 

DD c 3 , 2 . 1 -k n 'o-y c e :) c 1 . 4 ] vr 

yvy-2-*;U.-i<^-9-5 H • 2:^9yy^)Vitr^y^'^-k 
0.54gi#fc. Su^i 298-3001C 
[0088] 

N- (rsy^f -5. 6. 7. 8-Th7 

hHu-1 l-^'oa-9-^h=Jfi/-8-3r^y-4 
H-rVi^yCS, 2, l-hiMyK-;l'-2-;& 
/I'Hf^-^^ K ■ ^^yx)ViSiy^ay^^ 



[^5 7 ] 




a) x^;U-6-'<.>v;l/7fdf J^-4-^'oo-l- 
(4-x^dfv;*;^'-K-;^7'■f;^) -iH— 

Xf-;P 6 - < y v;l/:t ^ 4 - ^' o o - 1 H - y H 
(15.0g, 45. SduioI ) , 5-7'd 
*^Kxf-/K9.98g, 47.8iimol) , 6 0%*^^L:^ 
V^)^h. (1.82g. 45.5ininol) atAN. N-i/'X^;P:J? 

/PATSh' (105ml) $-fflV\ ##^J6 (a) SLJt:^- 

;l^3j-^i/'-4-^on-l- (4-Xhdfi^;J;U;K-;l^ 
T'-J-ZU) -\VL-^yY-)Vii]\^if.^i/v-V^Yi.'iZ 

iHnar (CDCI3) 5 ; 1.20M.26 (3H. m). 1.40 (3H, t, 
J=7.26Hz). 1.60^1.69 (2H. b). 1.72--1.83 (2H, 

b) . 2.28~2.33 (2H, m), 4.10 (2H, dd, J=7.26. 14. 
19Hz), 4.35 (2H, dd, J=7.26, 14. 18Hz), 4.45--4.50 

(2H,b), 5.D (2H, s). 6.75 (IH. t, J=0.99Hz). 6. 
94 (IH, d. J=1.98Hz). 7.31 (IH. d, J=0.66Hz). 7. 
32-7.48 (5H,a). 

b) Xf-;l'4-:7ou-l- {^A-:x.\'^i^i])Vif-~)V 
7'f-;U) -(>-y^Y-Q^i^-\W.-^yY-)Vij)Vif.^ 

xf•;^6-^yi^;^3^dfi/-4-^'oo-l- (4-x 



i^y-h (IS.Og, 32.8iiBol) . 3 5%ige (3.3b 

I) .sm (240bi) , 1 oxy^y'j'yi^-mm (i.s 

g) at/N. N-i/'^f-yl/J^yUArS K (60b1) ff)m 

icav^T-A^'oSKx^yl^t-aai (20) Uc. ifiiiiaS: 
5%Sfl::^ h y •t^-Mc^t'ift?? ( 30) LXii^^m*. 

titcnm Wl/xyJ: m^^^it^ZtizX'O. xf- 
;P4-^'on-l- (4-xhdfv;^;U.-K-;|^rf-;U) 
-6-t Ko:3f 1 H-'f yH-;l/;&/U;KdE->7-b 
$r6.57g^f3t. 7 4-7 6-C 

c) x-f/l/4-^OP-l- (4-xh^j^;<^;l^<-lf:iyU 

xf-y|/4-:?oo- 1 - (4-xhdfv;^;P,-Kr:;U7'-f 
;P) -6-hKD^>'-lH->< yh'-;l/;!^;W--Kdfv7 
-h (ll.Og. 29.9BmoI) , J: p^f-;K4.67g , 3 
2.9g) , ^m^^V'yj^ (8.Z7g, 59.8imol) StXN. 
N-v^^/P*;Ui.T5 K (7 7b1) $•fflV^, Ilitf?l|3 
8 ( i ) iZ^UzyjmizmtXK^^moZbizX 
0, Xf-;U4-^'DO-l- (4-xh^i^;^;P.-K-;P 
yf-yi' )-6-^h^i/-lH--(y K-;U;i^;l/;K='r>' 

iHnmr (CDCla)^ : 1.23 (3H, t, J=7.26Hz), 1.41 (3 
H, t. J=7.26Hz). 1.62— 1.T7 {2H.b). 1.80-1.88 (2 
H, m), 2.33 (2H. t. J=7.26Hz), 3.88 (3H. s), 4.07 
-4.15 (2H, n), 4.35 (2H, dd, J=7.26Hz, 14.18Hz). 
4.51 (2H, t, J=7.26Hz), 6.67-6.68 (IH, b), 6.85 
(IH, d, J=1.98Hz), 7.31 (IH. d, J=0.99Hz). 

d) xf-;H- (4-;^;P;K#i/yf->l^) -4-^'no 
-6-j( h^j/— IH-'i y]^-)l'/j}U^^^i^y~h(r> 

xf-;U4-^na- 1 - {A-xh^i^/j/l^it^-li-yf- 

h (ll.Og. 28.8Bmol) , 3 0%eEi! (5 5b1) RlM 

g (165bi) im^\ mme (b) cs^LJt^r&tii 

^>-7"f-;l^) -6-^hdf>— IH—O-K-yUpJ/k-iC 
^y7-h$:9.8g#fv:. Sl!^. 79-81*C ( h/U 
xy- n -^df-9-ycoii^?§ISEJ: OS^b^) 

e) xf-;l.5, 6, 7, 8-xh7t Hn- 1 I -^a 
a-9->h^v— 8-5rdfy-4H-7yvy C3. 
2. 1-h iMyF-;l'-2-;!f;l'--Kdf>'9-h<^ 
fife 

Xf-;H- (4-X?;U!K^xyf-/l') -4-^'Da-6 
-:>iV^i/-lH-^yY-lV^)i'^-^i/y-V (9.50 
g, 26.9BB01) . Jg-ftf-jf^/l' (24. 9g. leiBBol) , 
^'QD*yUA (190b1) &t;fg'fl;r;1^5r.»>A (7.16 
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g. 53.7iinol) ##fl?|2 (c) i^Z^fkltzyjmz 

^*l;-rRJC^^Tt-^C<!:iCj: 0. xf-/P5. 6. 7. 8 
-r h^t KD- 1 1 h^i^-S-:^ 
^ry-4H-rvi^y :3. 2, 1-h i ] >f yK-;l. 
-2-^/^rK=^i^^-h^2.98gt#/L^ «Lq5 167-168 

f ) xN- (r ay-f $y>f-;u) -5. 6, 7. s-r 

h^t Fn- 1 1 -;?no-9-> 

-4H-r^/i^y C3. 2. 1 -h i M>'h'-/l--2 

xf*;l/5. 6. 7, 8--f h^h HQ- 1 1 -^nn- 
9-> N^>^-8-^^y-4H-ryi/y C3. 2. 
l~h i ] >iyY-)\^'2-ti\^^^^i^y-V (0.50 
g. 1.49ininol) . 'TV^J^M.JiV^i^Y (O.SOg. 14.9 
nunol ) . ;?^r-yy • (1.42g, 14.9mK)l) ^ 

V^^. N-y;<f-;^7^;^Ara K ( 1 Gal) SrffllK II 

N- (r^y^ $y;^f-/U) -5. 6. 7. 
hh'n-1 1 -:5^on-9-^ h^i/-8-:t^y-4 
H-ryvyC3. 2. l -h l K-y^-2-;^ 

274-275-0 ( ij-P ) ( * J: 0 SSfa ) 

tJlTC^-fllSS^J4 1-4 3^0'ft^*S^^^ffiL/c. 
Ililf^l4 1 

N- (r^y-r ^ yyf-yu) -5. 6. 7. s-t^f^ 

tHn-l 1 -:;'aD-9-b Ka^5/-8-:t^y- 
4H-TrxyC3. 2. 1 -h i ] >( yH-;U-2- 

[{t58] 




•MeSQgH 



Stt& 14 6-1 4 7r yratr;ur;ur7- 

IIJSf?»l4 2 

N- {T^y^ ^y?^^)V) -5, 6, 7, 8-7^h^ 
t Hn- 1 0-t HD^fx- 1 1 -p<^/U-8-:t^y 
-4H-rri^yC3. 2. l-hiMvK-;U-2 
-:^)\^^^^^^ H • y :5'>';^;U;i^yB!ta 
[{k5 9] 



Me 




iBLcS 2 7 0-27 1-C (^)-«) (*a?/>fyrnb' 
ll*S^4 3 

N- (T^y-'f ayyf-;u) -5. 6. 7. s-r-v? 

t Kn-9-t Kn:3r:^- 1 1 -y^/U-8-^^y~ 
4H-ryi/y:3, 2. 1 -h i ]>fyK~;i.-2- 

C^tSO] 



Me 




2 5 4X:(*») (*i:OIIISB^B) 
[0090] HSfei^M 4 

N- (r^y-f 5yyf-/u) 6. 7. s-xh^ 

tKo-l l-;'nn-8-^^y-4H-ry^y 
C3. 2. l-Yii-] ^yY-}V-2-i3)Vir.^^^Y 

Ute 1 ] 



ci 




•MeSQsH 



mm2 2\izx^n^fitz^- {T^y-^ ^y:>^^)V) 

-5. 6. 7, 8-f-h^b Fd- 1 1 -^nn-8- 

^.3ry-4H-ryv'y C3, 2. i-hi}>fyF- 
;u-2-;i?/i/;K^-»f ^ F ■ y ( i*fa 

y:?'y-;P;^^i^>s^a^B-ri>«rhtwj:0, n- 
(ray-f ^yy^;i/) -5, 6. 7, s-T^F^bF 

n-l l-^^u-S-^^V- AW-TVi^y C3, 
2. 1 -h i 3 >f y F-;l/-2-;t^;P.tC^^f ^ F • y:7 

^) 

[^32] 

yt^^i^ (CisHisClN^O, -CEtSC^l/T) 





C 


H 


N 


If-IFM (%) 


46.32 


4. 62 


13.50 




46.14 


4.64 


13.29 



m^m4 5 

N- (r^y^=yy^;u) -5. 6. 7. 8-xF^ 

bFD-l 1 -b Fo^i^y'^;U-8-;t^y-4H- 
TYi^yi3. 2, 1 -h i ] yF-;U-2-^/U7f: 
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lite 2] 

CH2OH 

(a) Xf-;P5. 6. 7. 8— f h7h Hp- 1 1 

t;<f-;U-8-Jf^y-4H-rri^y C3. 2, 1- 
hi] yh'-;U-2-;*/U;J?#v7-H<0-^^ 
Xf-;l'4 -;>{f-;l'- 1 H-'f y H-yL— 2 

y-yk^mm.^zi^\yT:. iiii^2 2(a)~(c)t^L 

6, 7. 8-rh7hKn-l l-;<f-/l.-8-Jr^y 
-4H-rVi^/C3. 2. l-hiMyK-;W-2 

(SI'S 9 8x;, yrDtf;i/r;u 

7. 8— rh7hh-a-l l-^f-;U-8-5l-^y-4 
H-TywC3. 2. 1-h i ] yK-;P-2-;j& 
}Vif^^i/7-V (2.50g. 8.76iiimol) SrHlg-ftK^ (80 
ml) t^MU. jDiftjis^T. N-7'a^C<i<i?'f 
S H (1.72g. 9.64iniiiol) Xt;f2, 2' -Tyt'>^>fy 
y^oxhU/l^ (43ing) 5rjD;i. 

/n -/^df-^^>-= 1/10 T^ffi ) T-tt^-Ti. d t {=<J: 
0,xf-;|/5, 6, 7. 8-xb7th'a-l l-yo 
^;<f-;W-8-5j-dfy-4H-ry>'>' C3. 2. 1- 
h i ) yH-;l'-2-;&;l';Jfde.£/9-|>^3.12g^ 

iHniir(CDCl3)5 : 1.44(3H. t, J=7.2Hz). 1.77—1.85 
(2H. m), 2.05~2.10(2H. m), 2.80~2.84(2H, m), 4.4 
1(2H. q, J=7.2Hz), 4.56(2H, br-s). 4.78(2H. s). 
7.20(1H. d, J =7.3Hz). 7.27(1H. d. J=7.3Hz), 7.5 
0(1H, s) 

(b) xf-;W5, 6, 7. 8-r h7 1 Hn- 1 1 -T-fe 
h^v.X^;l'-8-^^y-4H-Tyi'y C3, 2, 
1-h i ) ^yY-)V-2-ij)\^i('^^i/v-\-<ry^^ 
xf-zUS, 6. 7, 8-ThvtHD-ll-yo^^ 

^yi/-8-7r^y-4H-ry>'y C3. 2, i-h 

i ] AvY-JV-2-ii)\^if-^'y=7-V (2.92s, 8.02 



■Bl) . »K;&'J'^'A (1.18g. I2.O11U110I) Jtl/N. N 
-x^-f-;U*;UAr$ K (30ml) <rm.-^iWSAZXl. 
Sl^JSafUc. SJOJK$-10%igib:M-'J'>A7j<^ja+ 

SKx^/W-dfiSiL^. aii5ais-5%isfl:->-h 

HvJ^^u-^Y^vV <- (B^x^yl//n-'^4t-9-y 
= VS-Cjiaj ) -Cfifgf S C: fc J: 0 . x^yP 5,6. 
7. 8-Th7tKo-l l-r^:^^i^;<f-/^-8- 
7f^y-4H-7yvy C3. 2, l-hi]^yh'- 
yu- 2 -;<r;W.-K=f i'^- h S:2.33g#n:. 
iHnmr(CDCl3)5 ; 1.44(3H, t, J=7.2Hz). 1.75-1.84 
(2H. m), 2.07~2.11(2H. a). 2.14(3H. s), 2.81-2.8 
4(2H, a), 4.40(2H, q, J=7.2Hz), 4.56(2H, br-s), 
5.41(2H. S). 7.20(1H. d, J =7.3H2). 7.32(1H, d. J 
=7.3Hz), 7.42(1H, S) 

(c)N- (rS/'f 5y^^/U) -5, 6, 7. 8-7" 
h7t KD-1 1-t HDdfy;<f-/U-8-7r=3fy-4 
H-Tyi^yC3. 2. l-hi]>fyH-;P-2-;<f 

x.i-Jl'5, 6. 7, 8-Th7t HD-ll-r-bb^ 

>'.xf-;u-8-3r=SE-y-4H-ryv>' C3, 2, 1- 

hi] >f yh'-;l'-2-;<?;W;i^='fi^7-h (2.13g, 6. 
20Dml) , :/r-i^'yigSS (5.92g, 62Bmol) , -^^ 
U'^A.XdrJ^K (3.35g, 62mol) Rr/N , N-v^^ 
;l^;};;l,'Ar5H (50ml) ^fflW USSMl fc:S^L:t^rS 

^;P)-5, 6, 7. 8-7'h7hh'o-l l-hh'o 

^i/-;<f-;i'-8-;t^y-4H-ryi'y C3, 2, 1 
- h 1 M :^ H-/U- 2 -*;ud?'ifi/-9-s 

;^;t^>i?SS:1.07g^f^^, li^ 248-2 50*0 (^i- 
M) (TKiOS^a) 
[009 1] 

Na' /H* ^mmmmi^m (-(>• h-hoa^) 

CI5®ttra) mme><0-j3m (J.Hypertension,8,153(199 

0)) izmtxmit:'ff-^t:. t^j:hib. #ffi'C<SM« 

( 7 'y h) im^K mM.mm<r)mmf^pmitimiz 

[^3 3] 



ICjo (juM) 



mm 2 
mm3 



0.3 
0.2 
0.3 
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mt\t. igJflLE, IK'L^, >CvE;^. 

mmM^M^. .'S.iip^^. $^hf4W35&a (^ii.(fH 

Jsflfi-^PTCA (Percutaneous Transluminal Corona 
ry Angioplasty) ) tCj: O^^^P**^^' ) . KjSHILR 



it. fsfmm. ff^imj^. ^wm^i. ^mi^m^m. 
mm±. VfirMK±. m^m^am. PTCAf*cos 
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498/06 
513/06 
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(31) ^5t«±^#^ ^ll¥8-356301 

(32) ffi5tH ¥8 (19%) 12^240 

(33) flS5t«i5Sil B* ( JP) 
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